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AMENDMENTS TO THE CLAIMS 

1 . (Currently Amended) A Guanidinc g uanidine compound of the general formula I 

N 

N N W 

R 2 R 1 

I 

corresponding enantiomeric, diastereomeric and/ or tautomeric forms thereof, as well as 
pharmaceutically acceptable salts thereof, wherein the given moieties have the following definitions: 

W: 

a moiety of the general formula Wl or W2 




wherein 

A: 

N0 2 , NH 2 , OH, CN, CF 3 ,OCF 3 , CHF 2 , OCHF 2 , COOH, 0-CH 2 -COOH, halogen, 
SH, or 

each optionally substituted Q-C 6 -alkyl, C 2 -C 6 -alkenyl, C 2 -C 6 -alkynyl, C 3 -C 7 -cycloalkyl, 
C 1 -C 4 -alkylene-C 3 -C 7 -cycloalkyl, C 1 -C 4 -alkylene-heterocyclo-alkyl, aryl, hetaryl, 
heterocycloalkyl, C l -C 1 -alkylene- hctatvi hetaryl or C r C 4 -alkylene- aryl, or 
0-R A \ CO-R A \ S-R A \ SO-R A \ CO-O-R^, NRZ-CO-O-R^, O-CPVCOO-R^, 
NR A 2 R A 3 , CONH 2 , S0 2 NH 2 , NR A 4 -CO-R A \ S0 2 -R A \ NR^-SCyR^, S0 2 -NR A 2 R A 3 
or CO-NR A 2 R A 3 ; 
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each optionally substituted C,-C 6 -alkyL C 2 -C 6 -alkenyl, C 2 -C 6 -alkynyl, C 3 -C 7 -cycloalkyl, 
C 1 -C 4 -alkylene-C 3 -C 7 -cycloalkyl, C 1 -C 4 -alkylene-heterocyclo-alkyl, aryl, hetaryl, 
heterocycloalkyl, C 1 -C 4 -alkylene-aryl, C 2 -C 6 -alkenylene-aryl or Q-Q-alkylene-hetaryl; 

hydrogen, OH, CN, or 

each optionally substituted C,-C 6 -alkyl, C 2 -C 6 -alkenyl, C 2 -C 6 -alkynyl, Q-Q-alkylene- 
C 3 -C 7 -cycloalkyl, C 1 -C 4 -alkylene-heterocycloalkyl, aryl, hetaryl, heterocycloalkyl, Q- 
C 4 -alkylene-aryl, C r C 4 -alkylene-hetaryl, Q-Q-alkylene-O-Q-Q-alkyl, CO-Q-Q- 
alkyl, CO-aryl, CO-hetaryl, CO-C,-C 4 -alkylene-aryl, CO-C r C 4 -alkylene-hetaryl, CO- 
0-C 1 -Q-alkyl, CO-O-aryl, CO-O-Q-Q-alkylene-aryL CO-O-hetaryl, CO-O-Q-Q- 
alkylene-hetaryl, S0 2 -C r C 6 -alkyl, S0 2 -aryl, S0 2 -hetaryl, S0 2 -C r C 4 -alkylene-aryl or 
S0 2 -C 1 -C 4 -alkylene-hetaryl; 



each optionally substituted C,-C 6 -alkyl, C 2 -C 6 -alkenyl, C 2 -Q-alkynyl, Q-C 4 -alkylene- 
C 3 -C 7 -cycloalkyl, C r C 4 -alkylene-heterocycloalkyl, aryl, hetaryl, heterocycloalkyl, C r 
C 4 -alkylene-aryl, C r C 4 -alkylene-hetaryl, C r C 6 -alkylene-0-C r C 6 -alkyl, CO-Q-Q- 
alkyl, CO-aryl, CO-hetaryl, CO-C 1 -C 4 -alkylene-aryl, CO-C r C 4 -alkylene-hetaryl, CO- 
0-C r C 6 -alkyl, CO-O-aryl, CO-0-C r C 4 -alkylene-aryl, CO-O-hetaryl, CO-O-Q-Q- 
alkylene-hetaryl, S0 2 -C r C 6 -alkyl, SO z -aryl, SO z -hetaryl, S0 2 -C r C 4 -alkylene-aryl or 
S0 2 -C r C 4 -alkylene-hetaryl ; 

or the the moieties R A 2 and R A 3 form, together with the nitrogen, a 3 to 7-membered, 
optionally substituted, saturated or aromatic heterocycle which can contain one, two 
or three different or same heteroatoms from the group O, N, S; wherein optionally 
two moieties substituted on this heterocycle can together form an anellated, 
saturated, unsaturated or aromatic carbocycle or heterocycle, wherein the heterocycle 
can contain up to three different or same heteroatoms O, N, S, and wherein the cycle 
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formed can optionally be substituted or a further, optionally substituted cycle can be 
condensed onto this cycle; 

hydrogen or 

each optionally substituted Q-Q-alkyl, Q-Q-alkylene-O-Q-Q-alkyl, C 2 -C 6 -alkenyl, 
C 3 -C 12 -alkynyl, CO-Q-Q-alkyl, CO-O-Q-Q-alkyl, S0 2 -C r C 6 -alkyl, C 3 -C 7 -cycloalkyl, 
aryl, C 1 -C 4 -alkylene-aryl, CO-O-arylalkyl, CO-C 1 -C 4 -alkylene-aryl, CO-aryl, S0 2 -aryl, 
hetaryl, CO-hetaryl or S0 2 -C r C 4 -alkylene-aryl; 

B: 

hydrogen or as moiety A is defined, 

or each independently of one another, two of the moieties A, B or R w * form, 
together with a 3 to 7-membered, optionally substituted, saturated or unsaturated 
carbocycle or an optionally substituted, saturated or unsaturated or aromatic 
heterocycle which can contain one, two or three further different or same 
heteroatoms from the group O, N, S; wherein optionally two of the moieties 
substituted on this carbo- or heterocycle can together form an anellated, saturated, 
unsaturated or aromatic carbocycle or heterocycle, wherein the heterocycle can 
contain up to three different or same heteroatoms O, N, S, and wherein the cycle 
formed can optional! be substituted or a further, optionally substituted cycle can be 
condensed onto this cycle; 

Rw 1 : 

hydrogen, OH, halogen, N0 2 , NH 2 , CN, CF 3 , CHF 2 , 0-CF 3 , 0-CHF 2 , or each 
optionally substituted Q-Q-alkyl, C 3 -C 7 -cycloalkyl, Q-Q-alkylene-O-Q-Q-alkyl, Q- 
C 6 -thioalkyl, aryl, hetaryl, O-Q-Q-alkyl, O-aryl, O-benzyl, C r C 6 -alkylamino, Q-Q- 
dialkylamino, pyrrolidinyl, piperidinyl, morpholinyl, CO-Q-Q-alkyl, S0 2 -C 1 -C 6 -alkyl, 
CO-aryl, SO z -aryl, CO-C r C 4 -alkylene-aryl, S0 2 -C r C 4 -alkylene-aryl, SO -aryl, 
CONH 2 , CONH-C r C 6 -alkyl, S0 2 NH-C r C 6 -alkyl, CON-(C 1 -C 6 -alkyl) 2 , S0 2 N-(C r 
C 6 -alkyl) 2 , NH-S0 2 -C 1 -Q-alkyl or NH-CO-C r C 6 -alkyl; 
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D: 

as moiety A is defined; 

Z: 

each optionally substituted C^-alkylene or C^-alkyleneoxyi a moiety of the general 

formula Zl 

^(GR Z 1 R Z ? ) — (V z ) b — (GR Z 3 R Z 4 ) C ^ 


with the indices 

a-0 1 

b - 0, 1 

c-0 1 

wherein the sum of a, b and c is at least 1 and no more than 5; 

RgVftzVRzViRz 4 independently of one another: 

hydrogen, halogen, OH, or 

each optionally substituted Q -G ^ - alkyl, Cg -€ 6 - alkcnyl, Q -€ 6 - alkynyl, Q -G ^ - alkyicnc - 
€ 3 -€ T cycloalkyl, Q -€ ? cycloalkyl, aryl, C± -G 4 alkylcnc aryl, het aryl or Q -€ 4 alkylcnc 
hctaryl, or 

each independendy of one another, two moieties and R/ or R/ and R e 4 together 
form a 3 to 7 membered, optionally substituted, saturated or unsaturated carbo or 
hctcrocyclc, wherein the hctcrocyclc can contain up to three hctcroatoms from the 
group Q, N or S; 
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CO , CO NR/ -7-NR/ CO , O , S , SO , SO a - 7 -SQ a -NR g VNR/-SO a - — 
CS , CS NR g VNR / CS , CS O , O CS , CO O , O CO , O , cthynylcnc, 
^V^^tN^ ' CO NRf , O CO NS, ^-} 



independently of one another: 
hydrogen or 

each optionally substituted Q -G 6 - alkyl, C 4 -€ 6 - alkylcnc - 0 - Q -€- 6 - alkyi, C a -G 6 - alkcnyl, 

aryl, C 4 -G 4 alkylcnc aryl, CO O C 4 -€- 4 alkylcnc aryl, CO C 4 -€ 4 alkylcnc aryl, CO aryl, 
SO a - aryl, hctaryl, CO - hctaryl or SO a -€- 4 -€- 4 - alkylcnc - aryl; 



R z Vftg ? independently of one another: 
hydrogen, OH or 

each optionally substituted C 4 -G 6 alkyl, C 4 -€ 4 alkoxy, C a -€ 6 alkenyl, C a -€ 6 alkynyl, 
€ 4 -€ 6 - alkylcnc - Cj -€ ? - cycloalkyl, Q -C ycycloalkyl, aryl, C 4 -€- 4 - alkylcnc - aryl, hctaryl or 
€ 4 -€ 4 - 




R*,R 2 , R 3 independently of one another: 
hydrogen, OH, CN, or 

each optionally substituted C,-C 6 -alkyl, O-Q-Q -alkyl, Q-Q-alkylene-O-Q-Q-alkyl, 
C 3 -C 7 -cycloalkyl, 0-C 3 -C 7 -cycloalkyl, aryl, hetaryl, C,-C 4 -alkylene-aryl, Q-Q-alkylene- 
hetaryl, O-aryl, 0-C 1 -C 4 -alkylene-aryl, O-hetaryl, 0-C r C 4 -alkylene-hetaryl, CO-Q- 
C 6 -alkyl, CO-aryl, CO-hetaryl, CO-Q-Q-alkylene-aryl, CO-Q-Q-alkylene-hetaryl, 
CO-O-Q-Q-alkyl, CO-O-aryl, CO-O-hetaryL CO-O-Q-Q-alkylene-aryl, S0 2 -Q-C 6 - 
alkyl, S0 2 -aryl, S0 2 -hetaryl, SO z - Q-Q-alkylene-aryl, OCO-C r C 6 -alkyl, OCO-aryl, 
OCO-hetaryl, OCO-Q-Q-alkylene-aryl, OCO-C r C 4 -alkylene-hetaryl, S0 2 -C r C 6 - 
alkyl, S0 2 -aryl, SO z -hetaryl or S0 2 -C r C 4 -alkylene-aryl, or 

each independent from the third moiety two moieties of R 1 , R 2 or R 3 together form a 
5 to 7-membered, optionally substituted, saturated or unsaturated carbocycle or an 
optionally substituted, saturated or unsaturated heterocycle which can contain one, 
two or three further different or same heteroatoms from the group O, N, S, wherein 
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optionally two moieties substituted on this carbo- or heterocycle together can form 
an anellated, saturated, unsaturated or aromatic carbocycle or heterocycle, wherein 
the heterocycle can contain up to three different or same heteroatoms O, N, S, and 
wherein the cycle formed can be optionally substituted or a further, optionally 
substituted cycle can be condensed onto this cycle; 

Q: 

a doubly substituted 5-membered hetaryl moiety chosen from Ql to Q7 




Q1 Q2 Q3 




Q4 Q5 Q6 Q7 

E: O, N-Rq 1 or S; 
Rq 1 : 

hydrogen or 

each optionally substituted Q-Q-alkyl, CO-C 1 -C 4 -alkyl, S0 2 -C 1 -C 4 -alkyl, CO-O-Q- 
C 4 -alkyl, aryl, Q-C 4 -alkylene-aryl, CO-aryl, CO-hetaryl, S0 2 -aryl, S0 2 -hetaryl, CO-O- 
aryl, CO-C r C 4 -alkylene-aryl, SO^Cj-Q-alkylene-aryl or CO-0-C 1 -C 4 -alkylene-aryl; 

R 4 , R 5 each independently of one another a moiety chosen from the groups 1 [[.]]), 2 [[.]]), 
3[[.]]),4[[.]]),5[[.]]),6[[.]])or7[[.]]): 
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1 [[.]]) hydrogen, halogen, CN, CF 3 , CHF 2 , or 

each optionally substituted C^C^-alkyl, C 2 -C 10 -alkenyl, C 2 -C 10 -alkynyl, C 3 -C 7 - 
cycloalkyl, C r C 6 -alkylene-C 3 -C 7 -cycloalkyl, C 1 -C 4 -alkylene-aryl, C 1 -C 4 -alkylene- 
hetaryl, Q-Q-alkylene-O-Q-Q-alkyl, Q-Q-alkylene-O-aryl, COO-C 1 -C 4 -alkyl or C r 
C 4 -alkylene-COO-C 1 -C 4 -alkyl; 



2 [[.]]) Phenyl or naphthyl, which are each substituted with R Q , R Q and R Q , wherein 

R Q 2 , R q 3 and R Q 4 each independently of one another represent a substituent from 
the following group: 

hydrogen, N0 2 NH^ OH, CN, CF 3 , CHF 2 , OCF 3 , OCHF 2 , COOH, 0-CH 2 -COOH, 
SH, halogen, or 

each optionally substituted aryl, hetaryl, heterocycloalkyl, C r C 6 -alkyl, C 2 -C 6 -alkenyl, 
C 2 -C 6 -alkynyl, C 3 -C 7 -cycloalkyl, C 1 -C 4 -alkylene-C 3 -C 7 -cycloalkyl, C r C 4 -alkylene- 
heterocycloalkyl, C r C 4 -alkylene-aryl or C r C 4 -alkylene-hetaryl, or 
O-Rq 5 , S-R q 5 , NRq 7 R q 8 , CO-OR q 6 , NRq'-CO-O-Rq 6 , 0-CH 2 -COO-R q 6 , NR q 8 -CO- 
Rq 6 , S0 2 -R q 6 , NRq 8 -S0 2 -R q 6 , S0 2 NH 2 , CONH 2 , S0 2 -NR q 7 Rq 8 or CO-NR Q 7 R Q 8 , or 

two of the moieties R Q 2 , R Q 3 or R Q 4 together form a 3 to 7-membered, optionally 
substituted, saturated, unsaturated or aromatic carbocycle or a an optionally 
substituted, saturated, unsaturated aromatic heterocycle which can contain up to 
three further different or same heteroatoms O, N, S and optionally two of the 
moieties substituted on this heterocycle can together form an anellated, saturated, 
unsaturated or aromatic carbocycle or heterocycle, wherein the heterocycle can 
contain up to three different or same heteroatoms O, N, S and the cycle formed can 
be optionally substituted or a further, optionally substituted cycle can be condensed 
onto this cycle; 
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R Q 5 each optionally substituted C 2 -C 6 -alkenyl, C 2 -C 6 -alkynyl, Q-Q-alkylene-Q- 
C 7 -cycloalkyl, Q-Q-alkylene-heterocycloalkyl, heterocycloalkyl or hetaryl, or 
Q-Q-alkyl, which is optionally substituted with a substituent from the group 
consisting of halogen, N0 2 , NH 2 , OH, CN, CF 3 , CHF 2 , OCF 3 , OCHF 2 , NH- 
(Q-Q-alkyl) and N(Q-Q-alkyl) 2 ; 

R Q 6 each optionally substituted Q-Q-alkyl, C 2 -C 6 -alkenyl, C 2 -C 6 -alkynyl, Q-Q- 
cycloalkyl, C r C 4 -alkylene-C 3 -C 7 -cycloalkyl, C 1 -C 4 -alkylene-heterocycloalkyl, 
aryl, hetaryl, heterocycloalkyl or C r C 6 -alkylene-0-C r C 6 -alkyl; 

R Q 7 hydrogen, OH, CN, or 

each optionally substituted Q-Q-alkyl, Q-Q-alkenyl, Q-Q-alkynyl, Q-Q- 
cycloalkyl, C r C 4 -alkylene-C 3 -C 7 -cycloalkyl, Q -Q-alkylene-heterocycloalkyl, 
aryl, hetaryl, heterocycloalkyl, Q-Q-alkylene-O-Q-Q-alkyl, CO-Q-Q-alkyl, 
C 1 -C 4 -alkylene-aryl, C r C 4 -alkylene-hetaryl, CO-aryl, CO-hetaryl, CO-Q-Q- 
alkylene-aryl, CO-Q-Q-alkylene-hetaryl, CO-O-Q-Q-alkyl, CO-O-aryl, CO- 
0-C r C 4 -alkylene-aryl, CO-O-hetaryl, CO-0-C r C 4 -alkylene-hetaryl, S0 2 -C r 
Q-alkyl, S0 2 -aryl, S0 2 -hetaryl, S0 2 -C,-Q-alkylene-aryl or S0 2 -C r C 4 - 
alkylene-hetaryl; 

R Q 8 hydrogen or 

each optionally substituted Q-Q-alkyl, Q-Q-alkenyl, Q-Q-alkynyl, Q-Q- 
cycloalkyl, C r C 4 -alkylene-C 3 -C 7 -cycloalkyl, C, -Q-alkylene-heterocycloalkyl, 
aryl, hetaryl, heterocycloalkyl, Q-Q-alkylene-O-Q-Q-alkyl, CO-Q-Q-alkyl, 
CO-aryl, CO-hetaryl, CO-C r C 4 -alkylene-aryl, CO-C r C 4 -alkylene-hetaryl, 
CO-O-Q-Q-alkyl, CO-O-atyl, CO-0-C r C 4 -alkylene-aryl, CO-O-hetaryl, 
CO-0-C r C 4 -alkylene-hetaryl, S0 2 -Q-Q-alkyl, S0 2 -aryl, S0 2 -hetaryl, S0 2 -C r 
C 4 -alkylene-aryl or S0 2 -Q-Q-alkylene-hetaryl; 

or the moieties R Q 7 and Rq 8 , together with the nitrogen, form a 3 to 7- 
membered, optionally substituted, saturated or aromatic heterocycle, which 
can contain one, two or three further different or same heteroatoms O, N, S; 
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and optionally two of the moieties substituted on this heterocycle can 
together form an anellated, saturated, unsaturated or aromatic carbocycle or 
heterocycle, wherein the heterocycle can contain up to three different or 
identical heteroatoms O, N, S, and the cycle formed can optionally be 
substituted or a further, optionally substituted cycle can be condensed onto 
this cycle; 

3 [[.]]) a 5- or 6-membered hetaryl moiety optionally substituted with 1 or 2 substituents, 

the hetaryl moiety chosen from the group consisting of: 

2-pyrrolyl, 3-pyrrolyl, 2-thiazolyl, 4-thiazolyl, 5-thiazolyl, 2-oxazolyl, 4-oxazolyl, 5- 
oxazolyl, 2-pyrimidyl, 4-pyrimidyl, 5-pyrimidyl, 6-pyrimidyl, 3-pyrazolyl, 4- 
pyrazolyl, 5-pyrazolyl, 3-isothiazolyl, 4-isothiazolyl, 5-isothiazolyl, 2-imidazolyl, 4- 
imidazolyl, 5-imidazolyl, 3-pyridazinyl, 4-pyridazinyl, 5-pyridazinyl, 6-pyridazinyl, 3- 
isoxazolyl, 4-isoxazolyl, 5-isoxazolyl, thiadiazolyl, oxadiazolyl or triazinyl or their 
anellated derivatives indazolyl, benzothiophenyl, benzofuranyl, indolinyl, 
benzimidazolyl, benzthiazolyl, benzoxazolyl, chinolinyl and isochinolinyl; or 

2-thienyl or 3-thienyl optionally substituted with one or two substituents, wherein 
the substituents are chosen from the group consisting of halogen, N0 2 , NH 2 , OH, 
CN, CF 3 , OCF 3 , CHF 2 , 0-CHF 2 , C 1 -Q-alkyl, 0-C 1 -Q-alkyl, NH-(C 1 -Q-alkyl), N(Q- 
C 6 -alkyl) 2 , NHCO-C r C 4 -alkyl, NHS0 2 -C r C 4 -alkyl and S0 2 -C r C 4 -alkyl; 

4 [[.]]) both moieties R 4 and R 5 together form a 4 to 7-membered, optionally substituted, 

saturated or unsaturated or aromatic carbocycle or a 5- or 6-membered optionally 
substituted, saturated or unsaturated or aromatic heterocycle, which can contain up 
to three further different or identical heteroatoms O, N, S; and can be substituted 
with up to two further moieties, wherein optionally two moieties substituted on this 
carbo or hetero cycle can together form an anellated, saturated, unsaturated or 
aromatic carbo cycle or heterocycle, wherein the heterocycle can contain up to three 
different or identical heteroatoms O, N, S and wherein the cycle formed can be 
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optionally substituted or a further, optionally substituted cycle can be condensed 
onto this cycle; 

5 [[.]]) a C 5 -C 18 - bi- or tricyclic, saturated hydrocarbon moiety; 

6[[.]]) each optionally substituted C 1 -C 8 -Alkyl-NH 2 , C r C 8 -Alkyl-NR Q 7 RQ 8 , C r C 8 -Alkyl-CO- 
NR Q 7 R Q 8 , C r C 8 -Alkyl-S0 2 NR Q 7 R Q 8 , C r C 8 -Alkyl-CO-NH 2 , C r C 8 -Alkyl-S0 2 NH 2 , 
CO-NH 2 , CO-NRqRq 8 , S0 2 NH 2 , S0 2 NR q 7 R q 8 , NRq 7 R q 8 ; 

7 [[.]]) a 4-7-membered mono - monocyclic saturated heterocycle or bicyclic saturated or 
unsaturated heterocycle, which can contain up to two different or identical 
heteroatoms from the group O, N or S, wherein this cycle can also be multiply 
substituted. For the case that the heterocycle contains an N-atom, this can be 
substituted with a moiety R Q 7 . 

2. (Currently Amended) Guanidinc A guanidine compound of the general formula I 




I 



corresponding enantiomeric, diastereomeric and/ or tautomeric forms thereof as well as 
pharmaceutically acceptable salts thereof, wherein the given moieties have the following 
definitions: 

W: 

a moiety of the general formula Wl or W2 
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A 



D 




B 




R 



w 



or 



R, 



w 



W1 



W2 



wherein 



A: 



N0 2 NH 2 OH, CN, CF 3 , OCF 3 , CHF 2 , OCHF 2 , COOH, 0-CH 2 -COOH, halogen, 
SH, or 

each optionally substituted C,-C 6 -alkyl, C 2 -C 6 -alkenyl, C 2 -C 6 -alkynyl, C 3 -C 7 -cycloalkyl, 

C 1 -C 4 -alkylene-C,-C 7 -cycloalkyl, C,-C 4 -alkylene-heterocyclo-alkyl, aryl, hetaryl, 

heterocycloalkyl, C r C 4 -alkylene-hetaryl or C 1 -C 4 -alkylene-aryl, or 

0-R A \ CO-R a \ S-Ra 1 , SO-Ra 1 , CO-O-Ra', NR a 4 -CO-0-Ra, 0-CH 2 -COO-Ra, 

NR A 2 R A 3 , CONH 2 , S0 2 NH 2 , NRa'-CO-Ra', S0 2 -R a \ NR A 4 -S0 2 -R A \ S0 2 -NR A 2 R A 3 or 

CO-NR A 2 R A 3 ; 



each optionally substituted C r C 6 -alkyl, C 2 -C 6 -alkenyl, C 2 -C 6 -alkynyl, C 3 -C 7 -cycloalkyl, 
C r C 4 -alkylene-C 3 -C 7 -cycloalkyl, C 1 -C 4 -alkylene-heterocyclo-alkyl, aryl, hetaryl, 
heterocycloalkyl, C r C 4 -alkylene-aiyl, C 2 -C 6 -alkenylene-aryl or C r C 6 -alkylene-hetaryl; 



hydrogen, OH, CN, or 

each optionally substituted Q-Q-alkyL C 2 -C 6 -alkenyl, C 2 -C 6 -alkynyl, C r C 4 -alkylene- 
C 3 -C 7 -cycloalkyl, C 1 -C 4 -alkylene-heterocycloalkyl, aryl, hetaryl, heterocycloalkyl, C r 
C 4 -alkylene-aryl, Q-Q-alkylene-hetaryl, Q-Q-alkylene-O-Q-Q-alkyl, CO-Q-Q- 
alkyl, CO-aryl, CO-hetaryl, CO-C r C 4 -alkylene-aryl, CO-C r C 4 -alkylene-hetaryl, CO- 
O-Q-Q-alkyL CO-O-aryl, CO-O-Q-Q-alkylene-aryl, CO-O-hetaryl, CO-O-Q-Q- 
alkylene-hetaryl, S0 2 -C r C 6 -alkyl, S0 2 -aryl, SO z -hetaryl, S0 2 -C r C 4 -alkylene-aryl or 
S0 2 -C 1 -C 4 -alkylene-hetaryl; 



R 



i. 
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each optionally substituted Q-Q-alkyl, C 2 -C 6 -alkenyl, C 2 -C 6 -alkynyl, Q-Q-alkylene- 
C 3 -C 7 -cycloalkyl, Q-Q-alkylene-heterocycloalkyl, aryl, hetaryl, heterocycloalkyl, Q- 
C 4 -alkylene-aryl, C 1 -C 4 -alkylene-hetaryl, C 1 -C 6 -alkylene-0-C 1 -C 6 -alkyl, CO-Q-Q- 
alkyl, CO-aryl, CO-hetaryl, CO-Q-Q-alkylene-aryl, CO-C 1 -C 4 -alkylene-hetaryl, CO- 
0-C r C 6 -alkyl, CO-O-aryl, CO-0-C r C 4 -alkylene-aryl, CO-O-hetaryl, CO-O-Q-Q- 
alkylene-hetaryl, S0 2 -Q-Q-alkyl, S0 2 -aryl, S0 2 -hetaryl, S0 2 -Q-Q-alkylene-aryl or 
S0 2 -Q-Q-alkylene-hetaryl; 

or the moieties R A 2 and R A 3 form, together with the nitrogen, a 3 to 7-membered, 
optionally substituted, saturated or aromatic heterocycle, which can contain one, two 
or three further different or identical heteroatoms from the group O, N, S; wherein 
optionally two of the moieties substituted on this heterocycle can together form an 
anellated, saturated, unsaturated or aromatic carbocycle or heterocycle, wherein the 
heterocycle can contain up to three different or identical heteroatoms O, N, S and 
wherein the so-formed cycle can be optionally substituted or a further, optionally 
substituted cycle can be condensed onto this cycle; 

R A 4 : 

hydrogen, or 

each optionally substituted Q-Q-alkyl, Q-Q-alkylene-O-Q-Q-alkyl, Q-Q-alkenyl, 
Q-Q 2 -alkynyl, CO-Q-Q-alkyl, CO-O-Q-Q-alkyl, S0 2 -Q-Q-alkyl, Q-Q-cycloalkyl, 
aryl, Q-Q-alkylene-aryl, CO-O-arylalkyl, CO-Q-Q-alkylene-aryl, CO-aryl, S0 2 -aryl, 
hetaryl, CO-hetaryl or S0 2 -Q-Q-alkylene-aryl; 

B: 

hydrogen or as moiety A is defined, 

or each independently of one another, two of the moieties A, B or R^ 1 together form 
a 3 to 7-membered, optionally substituted, saturated or unsaturated carbocycle or an 
optionally substituted, saturated or unsaturated or aromatic heterocycle which can 
contain one, two or three further different or identical heteroatoms from the group 
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O, N, S; wherein optionally two moieties substituted on this carbo- or heterocycle 
can together form an anellated, saturated, unsaturated or aromatic carbocycle or 
heterocycle, wherein the heterocycle can contain up to three different or identical 
heteroatoms O, N, S and wherein the cycle formed can optionally be substituted or a 
further, optionally substituted cycle can be condensed onto this cycle; 



hydrogen, OH, halogen, N0 2 , NH 2 , CN, CF 3 , CHF 2 , 0-CF 3 , 0-CHF 2 , or 
each optionally substituted Q-Q-alkyl, C 3 -C 7 -cycloalkyl, Q-Q-alkylene-O-Q-Q- 
alkyl, Q-Q-thioalkyl, aryl, hetaryl, 0-C r C 6 -alkyl, O-aryl, O-benzyl, C r C 6 -alkylamino, 
Q-Q-dialkylamino, pyrrolidinyl, piperidinyl, morpholinyl, CO-Q-Q-alkyl, S0 2 -C r 
C 6 -alkyl, CO-aryl, S0 2 -aryl, CO-C 1 -C 4 -alkylene-aryl, S0 2 -C 1 -C 4 -alkylene-aryl, SO-aryl, 
CONH 2 , CONH-C r C 6 -alkyl, S0 2 NH-C r Q-alkyl, CON-(C r C 6 -alkyl) 2 , S0 2 N-(C r 
C 6 -alkyl) 2 , NH-S0 2 -C r Q-alkyl or NH-CO-C r Q-alkyl; 

D: 

as moiety A is defined; 

Z: 

each optionally substituted C^-alkylene or C^-alkyleneoxy ^ moiety of the general 

formula Zl 

■|- (cn z 1 n z 2 )— (v z ) b (cn z 3 n z 4 ) c | — 


with the indices 

a~0 1 

b-o,i 
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c-0 1 

wherein the sum of a, b and c is at least 1 and no more than 5; 



RgVi&zVRzViRz 4 independently of one another "? 
hydrogen, halogen, OH, or 

each optionally substituted C 4 -G 6 - alkyl, Q -€- 6 - alkcnyl, Q -€- 6 - alkynyl, Q -G 6 - alkylcnc - 
€ 3 -€ ? cycloalkyl, C 3 -€- , cycloalkyl, aryl, C 4 -G 4 alkylcnc aryl, hctaryl or C 4 -€- 4 alkylcnc 
hctaryl, or 

each indcpcndcndy of one another two moieties arc R z * and R a a or R a 3 and R a 4 
together form a 3 to 7 mcmbcrcd, optionally substituted, saturated or unsaturated 
carbo - or hctcrocyclc, wherein the hctcrocyclc can contain up to three hctcroatoms 
from the group Q, N, or S; 



CO , CO NR/ t-NR / CO , O , S , SO , S0 3 - 7 -SQ a -NR g VNR/-SO r ^ 
CS , CS NR e VNR / CS , CS O , O CS , CO O , O CO , O , cthynylcnc, 
€^^ z XVH^=€R a VNR- / CO NR." , O CO NR/ -r-NR.*1 



RgVR /* indcpcndcndy of one another : 



hydrogen or 

each optionally substituted Q -G ^ - alkyl, C 4 -€- 6 - alkylcnc - 0 - C 4 -€- 6 - alkyl, C 3 -€- 6 - alkcnyl, 

aryl, Q -G^ , alkylcnc aryl, CO O C 4 -€- 4 alkylcnc aryl, CO C 4 -G 4 alkylcnc aryl, CO aryl, 
SQ a - aryl, hctaryl, CO - hctaryl or SOg -G 4 -G 4 - alkylcnc - aryl; 



R x ;"R Z independently of one another: 
hydrogen, OH or 

each optionally substituted C 4 -G 6 alkyl, C 4 -€ 4 alkoxy, C 3 -G 6 alkenyl, C a -G 6 alkynyl, 
G 4 -G 6 - alkylcnc - Q -G ? - cycloalkyL C 9 -G ? - cycloalkyl, aryl, C 4 -€- 4 - alkylcnc - aryl, hctaryl or 

-15- 



115318.3 



Application No. 10/590,265 



Docket No. 7353USO! 



R 1 , R 2 , R 3 independently of one another: 
hydrogen, OH, CN, or 

each optionally substituted Q-Q-alkyl, O-Q-Q-alkyl, Q-Q-alkylene-O-Q-Q-alkyl, 
C 3 -C 7 -cycloalkyl, 0-C 3 -C 7 -cycloalkyl, aryl, hetaryl, C 1 -C 4 -alkylene-aryl, Q-C 4 -alkylene- 
hetaryl, O-aryl, 0-C 1 -C 4 -alkylene-aryl, O-hetaryl, 0-C r C 4 -alkylene-hetaryl, CO-Q- 
Q-alkyl, CO-aryl, CO-hetaryl, CO-Q-Q-alkylene-aryl, CO-C r C 4 -alkylene-hetaryl, 
CO-O-Q-Q-alkyl, CO-O-aryl, CO-O-hetaryl, CO-O-Q-Q-alkylene-aryl, S0 2 -Q-C 6 - 
alkyl, S0 2 -aryl, SO z -hetaryl, S0 2 - C 1 -C 4 -alkylene-aryl, OCO-C r C 6 -alkyl, OCO-aryl, 
OCO-hetaryl, OCO-Q-Q-alkylene-aryl, OCO-C r C 4 -alkylene-hetaryl, S0 2 -C r C 6 - 
alkyl, S0 2 -aryl, S0 2 -hetaryl or S0 2 -C r C 4 -alkylene-aryl, or 

each independently of the third moiety, two moieties of R 1 , R 2 or R 3 together form a 
5 to 7-membered, optionally substituted, saturated or unsaturated carbocycle or an 
optionally substituted, saturated or unsaturated heterocycle which can contain one, 
two or three further different or identical heteroatoms from the group O, N, S, 
wherein optionally two of the moieties substituted on this carbo- or heterocycle can 
together form an anellated, saturated, unsaturated or aromatic carbocycle or 
heterocycle wherein the heterocycle can contain up to three different or identical 
heteroatoms O, N, S and wherein the cycle formed is optionally substituted or a 
further, optionally substituted cycle is condensed onto this cycle; 

Q: 

a doubly substituted 5-membered hetaryl moiety chosen from Ql to Q6 
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E: O, N-Rq 1 or S; 
Rq 1 : 

hydrogen, or 

each optionally substituted C r C 4 -alkyl, CO-C r C 4 -alkyl, S0 2 -C r C 4 -alkyl, CO-O-Q- 
C 4 -alkyl, aryl, C r C 4 -alkylene-aryl, CO-aryl, CO-hetaryl, S0 2 -aryl, S0 2 -hetaryl, CO-O- 
aryl, CO-C r C 4 -alkylene-aryl, S0 2 -C r C 4 -alkylene-aryl or CO-0-C r C 4 -alkylene-aryl; 

R 4 , R 5 each independently of one another a moiety chosen from the groups 1 [[.]]), 2 [[.]]), 
3[[.]]),4[[.]])orS[[.]]): 

1 [[.]]) hydrogen, halogen, CN, CF 3 , CHF 2 , or 

each optionally substituted Cj-C 10 -alkyl, C 2 -C 10 -alkenyl, C 2 -C 10 -alkynyl, C 3 -C 7 - 
cycloalkyl, C r C 6 -alkylene-C 3 -C 7 -cycloalkyl, C r C 4 -alkylene-aryl, C r C 4 - 
alkylene-hetaryl, C 1 -C 6 -alkylene-0-C 1 -C 6 -alkyl, C r C 6 -alkylene-0-aryl, COO- 
C 1 -C 4 -alkyl or Q-Q-alkylene-COO-Q-Q-alkyl; 
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2 [[.]]) Phenyl or naphthyl, which are each substituted with R Q 2 , R Q 3 and R Q 4 , 

wherein 



R Q 2 , R q 3 and R Q 4 each independently of one another represent a substituent 
from the following group: 

hydrogen, N0 2 NH 2 OH, CN, CF 3 , CHF 2 , OCF 3 , OCHF 2 , COOH, 0-CH 2 - 
COOH, SH, halogen, or 

each optionally substituted aryl, hetaryl, heterocx cloalkyl, C r C G -alkyl, C,-C () - 
alkenyl, C 2 -C 6 -alkynyl, C 3 -0-cycloalkyl, C 1 -C 4 -alkylene-C 3 -C 7 -cycloalkyl, C r 
C 4 -alkylene-heterocycloalkyl, C,-C 4 -alkylene-aryl or C r C 4 -alkylene-hetaryl, or 
O-Rq 5 , S-R q 5 , NRq 7 R q 8 , CO-OR q 6 , NRq'-CO-O-Rq 6 , 0-CH 2 -COO-R q 6 , 
NR q 8 -CO-R q 6 , S0 2 -R q 6 , NRq'-SO.-Rq 6 , S0 2 NH 2 , CONH 2 , S0 2 -NR q 7 Rq 8 or 
CO-NR q 7 Rq 8 , or 

two of the moieties Rq 2 , Rq 3 or Rq 4 together form a 3 to 7-membered, 
optionally substituted, saturated, unsaturated or aromatic carbocycle or an 
optionally substituted, saturated or unsaturated aromatic heterocycle, which 
can contain up to three further different or identical heteroatoms O, N, S 
and optionally two moieties substituted on this heterocycle can together form 
an anellated, saturated, unsaturated or aromatic carbocycle or heterocycle, 
wherein the heterocycle can contain up to three different or identical 
heteroatoms O, N, S and the cycle formed can optionally be substituted or a 
further, optionally substituted cycle can be condensed onto this cycle; 

R Q 5 each optionally substituted C 2 -C 6 -alkenyl, C 2 -C 6 -alkynyl, C 1 -C 4 -alkylene-C 3 - 
C 7 -cycloalkyl, C 1 -C 4 -alkylene-heterocycloalkyl, heterocycloalkyl or hetaryl, or 
Q-Q-alkyl, which is optionally substituted with a substituent from the group 
consisting of halogen, N0 2 , NH 2 , OH, CN, CF 3 , CHF 2 , OCF 3 , OCHF 2 , NH- 
(Q-Q-alkyl) and N(Q-C 6 -alkyl) 2 ; 
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R Q 6 each optionally substituted Q-Q-alkyl, Q-Q-alkenyl, C 2 -C 6 -alkynyl, Q-Q- 
cycloalkyl, C r C 4 -alkylene-C 3 -C 7 -cycloalkyl, C 1 -C 4 -alkylene-heterocycloalkyl, 
aryl, hetaryl, heterocycloalkyl or Q-Q-alkylene-O-Q-Q-alkyl; 

R Q 7 hydrogen, OH, CN, or 

each optionally substituted Q-Q-alkyl, Q-Q-alkenyl, Q-Q-alkynyl, Q-Q- 
cycloalkyl, Q-Q-alkylene-Q-Q-cycloalkyl, C 1 -C 4 -alkylene-heterocycloalkyl, 
aryl, hetaiyl, heterocycloalkyl, Q-Q-alkylene-O-Q-Q-alkyl, CO-C r C 6 -alkyl, 
C 1 -C 4 -alkylene-aryl, Q-Q-alkylene-hetaryl, CO-aryl, CO-hetaryl, CO-Q-Q- 
alkylene-aryl, CO-Q-Q-alkylene-hetaryl, CO-O-Q-Q-alkyl, CO-O-aryl, CO- 
0-C r C 4 -alkylene-aryl, CO-O-hetaryl, CO-0-C r C 4 -alkylene-hetaryl, SO z -Q- 
C 6 -alkyl, S0 2 -aryl, S0 2 -hetaryl, S0 2 -Q-Q-alkylene-aryl or S0 2 -Q-Q- 
alkylene-hetaryl; 

R Q 8 each optionally substituted Q-Q-alkyl, Q-Q-alkenyl, Q-Q-alkynyl, Q-Q- 
cycloalkyl, C r C 4 -alkylene-C 3 -C 7 -cycloalkyl, Q -C 4 -alkylene-heterocycloalkyl, 
aryl, hetaryl, heterocycloalkyl, Q-Q-alkylene-O-Q-Q-alkyl, CO-Q-Q-alkyl, 
CO-aryl, CO-hetaryl, CO-Q-Q-alkylene-aryl, CO-C r C 4 -alkylene-hetaryl, 
CO-0-C r C 6 -alkyl, CO-O-aryl, CO-O-Q-Q-alkylene-aryl, CO-O-hetaryl, 
CO-0-C 1 -C 4 -alkylene-hetaryl, S0 2 -Q-Q-alkyl, S0 2 -aryl, S0 2 -hetaryl, S0 2 -Q- 
C 4 -alkylene-aryl or S0 2 -Q-C 4 -alkylene-hetaryl; 

or the moieties Rq 7 and Rq 8 form, together with the nitrogen, a 3 to 7- 
membered, optionally substituted, saturated or aromatic heterocycle which 
can contain one, two or three further or different identical heteroatoms O, 
N, S; and optionally two moieties substituted on this heterocycle can form an 
anellated, saturated, unsaturated or aromatic carbocycle or heterocycle, 
wherein the heterocycle can contain up to three different or identical 
heteroatoms O, N, S and the cycle formed can optionally be substituted or a 
further, optionally substituted cycle can be condensed onto this cycle; 
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3 [[.]]) a 5- or 6-membered hetaryl moiety optionally substituted with one or two 

substituents from the group consisting of: 

2-pyrrolyl, 3-pyrrolyl, 2-thiazolyl, 4-thiazolyl, 5-thiazolyl, 2-oxazolyl, 4- 
oxazolyl, 5-oxazolyl, 2-pyrimidyl, 4-pyrimidyl, 5-pyrimidyl, 6-pyrimidyl, 3- 
pyrazolyl, 4-pyrazolyl, 5-pyrazolyl, 3-isothiazolyl, 4-isofhiazolyl, 5-isothiazolyl, 
2-imidazolyl, 4-imidazolyl, 5-imidazolyl, 3-pyridazinyl, 4-pyridazinyl, 5- 
pyridazinyl, 6-pyridazinyl, 3-isoxazolyl, 4-isoxazolyl, 5-isoxazolyl, fhiadiazolyl, 
oxadiazolyl or triazinyl or their anellated derivatives indazolyl, 
benzotliiophenyl, benzofuranyl, indolinyl, benzimidazolyl, benzthiazolyl, 
benzoxazolyl, chinolinyl and isochinolinyl; or 

2-thienyl or 3-thienyl optionally substituted with one or two substituents, 
wherein the substituents are chosen from the group consisting of halogen, 
N0 2 , NH 2 , OH, CN, CF 3 , OCF 3 , CHF 2 , 0-CHF 2 , Q-Q-alkyl, O-Q-Q-alkyl, 
NH-(C r C 6 -alkyl), N(C r Q-alkyl) 2 , NHCO-Q-Q-alkyl, NHS0 2 -C 1 -C 4 -alkyl 
and S0 2 -C r C 4 -alkyl; 

4 [[.]]) both moieties R 4 and R 5 together form a 4 to 7-membered, optionally 

substituted, saturated or unsaturated or aromatic carbocycle or a 5- or 6- 
membered optionally substituted, saturated or unsaturated or aromatic 
heterocycle, which can contain up to three further different or identical 
heteroatoms O, N, S and can be substituted with up to two further moieties, 
wherein optionally two moieties substituted on this carbo- or heterocycle can 
form an anellated, saturated, unsaturared or aromatic carbocycle or 
heterocycle, wherein the heterocycle can contain up to three different or 
identical heteroatoms O, N, S and wherein the cycle formed can be 
optionally substituted or a further, optionally substituted cycle can be 
condensed onto this cycle; 

5 [[.]]) a C 5 -C 18 - bi- or tricyclic, saturated hydrocarbon moiety. 
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3. (Currently Amended) Guanadinc T he compound according to claim 1, wherein the 
given moieties have the following definition: 

W: Wl; 

A: halogen, OH, CN, CF 3 , CHF 2 , OCF 3 , OCHF 2 , or 

each optionally substituted Q-Q-alkyl or C 2 -C 6 -alkenyl, 
0-CH 2 -COO-R A , 0-R a ', S-R a \ NR a 2 R a 3 , NR a 4 -CO-R a or CO-NR/R/; 

R A *: each optionally substituted C 1 -C 4 -alkyl, C 3 -C 7 -cycloalkyl, phenyl or benzyl; 

R A 2 : hydrogen, or 

each optionally substituted Q-Q-alkyl, phenyl, benzyl, phenethyl, CO-C 1 -C 4 -alkyl, 
CO-aryl, CO-0-C r C 4 -alkyl, S0 2 -C r C 4 -alkyl, S0 2 -aryl, S0 2 -hetaryl or S0 2 -Q-Q- 
alkylene-aryl; 

R A 3 : each optionally substituted Q-Q-alkyl, phenyl, benzyl, phenethyl, CO-C r C 4 -alkyl, 
CO-aryl, CO-0-C r C 4 -alkyl, S0 2 -C r C 4 -alkyl, S0 2 -aryl, S0 2 -hetaryl, or SO r Q-Q- 
alkylene-aryl; 

or the moieties R A 2 and R A 3 together form an optionally substituted 5- or 6- 
membered saturated or unsaturated ring, which can contain up to two identical or 
different heteroatoms from the group O and N; 

R A 4 : hydrogen or an optionally substituted Q-Q-alkyl moiety; 

B: hydrogen or as moiety A is defined; 

R w *: hydrogen, F, CI, CN, CF 3 , 0-CF 3 , or 

each optionally substituted Q-Q-alkyl, aryl, Q-Q-alkylamino or Q-Q-dialkylamino; 

in the formula Zl the sum of a, b and c is 1, 2 or 3; 
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Ra^RaV&z^Rz 4 independently of one another: 
hydrogen, halogen, OH, optionally substituted Q -G 6 - alkyl; 

¥ z i CO , CO CO , Q , S ; 

R x * hydrogen, CH 3 t 

R^R 2 , R 3 independently of one another: 

hydrogen, OH, CN, C r C 4 -alkyl, C,-C 6 -alkylene-0-C 1 -C 6 -alkyl, substituted aryl, 
benzyl, CO-Q-Q-alkyl, CO-aryl, CO-C,-C 4 -alkylene-aryl, OCO-Q-Q-alkyl, OCO- 
aryl or OCO-C r C 4 -alkylene-hetaryl; 

Q is chosen from the group consisting of Ql, Q2 and Q3; 

Rq 1 : hydrogen, optionally substituted C 1 -C 4 -alkyl, in the aryl moiety optionally substituted 
benzyl, CO-C r C 4 -alkyl, optionally substituted benzoyl, S0 2 -C r C 4 -alkyl or in the aryl 
moiety optionally substituted S0 2 -aryl. 

4. (Currently Amended) G uanidinc T he compound according to claim 1, wherein the 
given moieties have the following definitions: 

A: OH, F, CI, OCF 3 , OCHF 2 , optionally substituted C,-C 4 -alkyl, 0-C r C 4 -alkyl or S-Q- 
C 4 -alkyl; 

B: hydrogen, OH, F, CI, CF 3 , OCF 3 , OCHF 2 , optionally substituted C r C 4 -alkyl, O-Q- 
C 4 -alkyl or S-C r C 4 -alkyl; 

R w \ hydrogen, F, CI, CN, CF 3 or 0-CF 3 ; 

Z*. each optionally substituted C± -G 4 alkyl or C ±-G 4 alkylenc O C ±-G 4 alkyl; 

Ra 4r R a 3 r^a 3r Ra 4 each independently of one another : 
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hydrogen, F, CH 3 t 

R 1 , R 2 , R 3 independently of one another: 

hydrogen, OH, CN, O-methyl, O-phenyl, acetyl, benzoyl, O-acetyl, O-benzoyl; 

Q is chosen from the group consisting of 




Rq 1 : hydrogen, CH 3 , methanesulfonyl, phenylsulfonyl or tosyl. 

5. (Currently Amended) G uanidinc T he compound according to claim 1, wherein the 
given moieties have the following definitions: 

A: OH, OCF 3 , OCH3, O-ethyl, O-propyl or O-i-propyl; 

Z: -CH 2 -, -CH r O-, -CH 2 -CH 2 - or -CH 2 -CH r O-; 

two of the moieties R 1 , R 2 , or R 3 , are hydrogen, and the third moiety is hydrogen, OH, acetyl 
or benzoyl; 

Q: 
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6. (Currently Amended) Guanidinc The compound according to claim 1, wherein R 4 and/ or 
R 5 each independently of one another represents a moiety chosen from the groups 1 [[.]])> 
2[[.]]),3[[.]]),4[[.]])or5[[.]]): 

1 [[.]]) hydrogen, F, CI, CN, CF 3 , or 

each optionally substituted Q-Q-alkyl, C 2 -C 6 -alkenyl, Q-Q-alkylene-O-Q- 
C 6 -alkyl or C 3 -C 7 -cycloalkyl; 

2 [[•]]) R c/> R q 2 and R q 3 independently of one another 

hydrogen, CN, CF 3 , CHF 2 , OCF 3 , OCHF 2 , F, CI, OH or 

each optionally substituted phenyl or hetaryl, Q-C 4 -alkyl, C 5 -C 7 -cycloalkyl, O- 
R Q 5 , NRq 7 R q 8 , CO-OR q 6 , NRq 8 -CO-0-Rq 6 , 0-CH 2 -COO-R q 6 , NRq 8 -CO- 
R q 6 , S0 2 -R q 6 , NRq 8 -S0 2 -R q 6 , NRq'-CO-O-Rq 6 , so 2 nh 2 , conh 2 , so 2 - 
NRq 7 R q 8 or CO-NR Q 7 R Q 8 ; 

Rq 3 : C r C 4 -Alkyl, which is optionally substituted with a substituent from 
the group consisting of F, CI, OH, CN, CF 3 , OCF 3 , NH-(C 1 -C 4 -alkyl) 
and N(C r C 4 -alkyl) 2 ; 

R Q 6 : each optionally substituted C,-C 6 -alkyl, aryl, hetaryl or phenyl; 

R Q 7 . hydrogen, each optionally substituted C r C 4 -alkyl, allyl, aryl, hetaryl, 
benzyl, phenethyl or CH 2 -hetaryl; 

R Q 8 . each optionally substituted C r C 4 -alkyl, allyl, aryl, hetaryl, benzyl, 
phenethyl or CH 2 -hetaryl; 

or R Q 7 und R Q 8 form an optionally substituted 3- or 7-membered saturated or 
unsaturated ring which can contain up to two identical or differnt hetero 
atoms from the group O and N; 

3 [[•]]) benzothiophenyl, benzofuranyl, chinolinyl or isochinolinyl; 



-24- 



115318.3 



Application No. 1 0/590,265 Docket No. 7353US01 

4 [[.]]) both moieties R 4 and R s together form one of the following rings: 



wherein R Q 2 and R Q 3 are as defined under 2 [[.]]); 
5 [[.]]) Adamantyl. 



7. (Currently Amended) G uanidinc The compound according to claim 1, wherein the 
given moieties have the following definitions: 

W: Wl; 



halogen, OH, CN, CF 3 , CHF 2 , OCF 3 , OCHF 2 , or 
each optionally substituted C r C 6 -alkyl or C 2 -C 6 -alkenyl, 
0-CH 2 -COO-R A \ O-Ra 1 , S-R a \ NR a 2 R a \ NRa'-CO-Ra 1 , S0 2 NH 2 , 
NRa-SO^Ra 1 , S0 2 -NR a 2 R a 3 or CO-NR a 4 Ra; 



R A S each optionally substituted C 1 -C 4 -alkyl, C 3 -C 7 -cycloalkyl, phenyl or benzyl; 

R A 2 : hydrogen, or 

each optionally substituted C 1 -C 4 -alkyl, phenyl, benzyl, phenethyl, CO-C 1 -C 4 -alkyl, 
CO-aryl, CO-0-C r C 4 -alkyl, S0 2 -C r C 4 -alkyl, S0 2 -aryl, S0 2 -hetaryl or S0 2 -C r C 4 - 
alkylene-aryl; 

R A 3 : each optionally substituted C 1 -C 4 -alkyl, phenyl, benzyl, phenethyl, CO-Q-C 4 -alkyl, 
CO-aryl, CO-0-C r C 4 -alkyl, S0 2 -C r C 4 -alkyl, S0 2 -aryl, SO z -hetaryl, or S0 2 -Q-C 4 - 
alkylene-aryl; 
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or the moieties R A 2 and R A 3 together form an optionally substituted 5- or 6- 
membered saturated or unsaturated ring, which can contain up to two identical or 
different heteroatoms from the group O and N; 

R A 4 : hydrogen or an optionally substituted Q-C 4 -alkyl moiety; 

B: hydrogen or as moiety A is defined; 

R w *: hydrogen, F, CI, CN, CF 3 , 0-CF 3 , or 

each optionally substituted C 1 -C 4 -alkyl, aryl, C,-C 6 -alkylamino or Q-Q-dialkylamino; 

in the formula Zl the sum of a, b and c is 1, 2 or 3; 

R^R^y^R^R^ 4 independently of one another: 

hydrogen, halogen, OH, optionally substituted Q -C yalkyl; 

¥ z i CO , CO NR/ -7-NR / CO , O , S ; 

R^% hydrogen, CH a t 

R 1 , R 2 , R 3 independently of one another: 

hydrogen, OH, CN, C r C 4 -alkyl, C r C 6 -alkylene-0-C,-C 6 -alkyl, substituted aryl, 
benzyl, CO-Q-Q-alkyl, CO-aryl, CO-C 1 -C 4 -alkylene-aryl, OCO-Q-Q-alkyl, OCO- 
aryl or OCO-C 1 -C 4 -alkylene-hetaryl; 

Q is chosen from the group consisting of Ql, Q2, Q3 and Q5; 

Rq 1 : hydrogen, optionally substituted C 1 -C 4 -alkyl, in the aryl moiety optionally substituted 
benzyl, CO-C r C 4 -alkyl, optionally substituted benzoyl, S0 2 -Q-C 4 -alkyl or in the aryl 
moiety optionally substituted S0 2 -aryl. 
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8. (Currently Amended) Guanidinc T he compound according to claim 1, wherein the 
given moieties have the following definitions: 

A: OH, F, CI, OCF 3 , OCHF 2 , optionally substituted C 1 -C 4 -alkyl, O-Q-Q-alkyl or S-Q- 
C 4 -alkyl; 

B: hydrogen, OH, F, CI, CF 3 , OCF 3 , OCHF 2 , optionally substituted Q-C 4 -alkyl, O-Q- 
C 4 -alkyl or S-Q-C 4 -alkyl; 

R w *: hydrogen, F, CI, CN, CF, or 0-CF 3 ; 

2i each optionally substituted C ±-G 4 alkyl or C 1 -G 4 . alkylcnc O C 1 -G 4 . alkyl; 

R^R^y^R^R^ 4 each independently of one another: 
hydrogen, F, CH^ 

R 1 , R 2 , R 3 independently of one another: 

hydrogen, OH, CN, O-methyl, O-phenyl, acetyl, benzoyl, O-acetyl, O-benzoyl; 

Q is chosen from the group consisting of 





N-N 










4^ 


N-N 


r4n V n r 5 ^t^\ 



Rq 1 : hydrogen, CH 3 , phenyl, benzyl, methanesulfonyl, phenylsulfonyl or tosyl. 
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9. (Currently Amended) Guanidinc T he compound according to claim 1, wherein the 
given moieties have the following definitions: 

A: OH, OCF 3 , OCH,, O-ethyl, O-propyl or O-i-propyl; 

Z: -CH 2 -, -CH 2 -0-, -CH 2 -CH 2 - or -CH 2 -CH 2 -0-; 

two of the moieties R 1 , R 2 , or R 3 are hydrogen, and the third moiety is hydrogen, OH, acetyl 
or benzoyl; 




sh* 



R 



R 1 Q 
\ 

,5 N-N 



R 




R 



N-N 

7 H- 

N s 
I 

R 1 „ 



Rq 1 : hydrogen, CH 3 , phenyl, benzyl, methanesulfonyl, phenylsulfonyl or tosyl. 



1 0. (Currently Amended) Guanidine compound according to claim 1 , wherein R 4 and/ or 
R 5 each independently from one another represent a moiety chosen from the groups 1 [[.]])> 2 [[.]])> 
3[[.]]),4[[.]]),5[[.]])or[[7.]]6): 



1 [[.]]) hydrogen, F, CI, CN, CF 3 , or 

each optionally substituted Q-Q-alkyl, C 2 -C 6 -alkenyl, C r C 6 -alkylene-0-C r 
C 6 -alkyl or C 3 -C 7 -cycloalkyl; 

2 [[•]]) R q\ R q 2 and R q 3 independently of one another 
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hydrogen, CN, CF 3 , CHF 2 , OCF 3 , OCHF 2 , F, CI, OH or 

each optionally substituted phenyl or hetaryl, Q-Q-alkyl, C 5 -C 7 -cycloalkyl, O- 
R Q 5 , NRq 7 R q 8 , CO-ORq 6 , NRq 8 -CO-0-Rq 6 , 0-CH 2 -COO-R q 6 , NRq 8 -CO- 
R Q 6 , S0 2 -R Q 6 , NRq^SO.-Rq 6 , NRq^CO-O-Rq 6 , S0 2 NH 2 , CONH 2 , so 2 - 
NRq 7 R q 8 or CO-NRq 7 R q 8 ; 

R q 5 : C 1 -C 4 -alkyl, which is optionally substituted with a substituent from 

the group consisting of F, CI, OH, CN, CF 3 , OCF 3 , NH- (Q-Q-alkyl) 
and N(Q-Q-alkyl) 2 ; 

R Q 6 : each optionally substituted Q-Q-alkyl, aryl, hetaryl or phenyl; 

Rq 7 . hydrogen, each optionally substituted Q-Q-alkyl, allyl, aryl, hetaryl, 
benzyl, phenethyl or CH 2 -hetaryl; 

Rq 8 . hydrogen, each optionally substituted C r C 4 -alkyl, allyl, aryl, hetaryl, 
benzyl, phenethyl or CH 2 -hetaryl; 

or R Q 7 and R Q 8 form an optionally substituted 3- or 7-membered saturated or 
unsaturated ring, which can contain up to two identical or different 
heteroatoms from the group O and N; 

3 [[•]]) benzothiophenyl, benzofuranyl, chinolinyl or isochinolinyl; 

4 [[.]]) both moieties R 4 and R 5 together form one of the following rings: 
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R, 



FL 



FL 



R, 



R, 



Ft 




wherein R Q 2 and R Q 3 are defined as under 2 [[.]]); or together can form an 
anellated 5- or 6-membered ring; 

5 [[.]]) adamantyl; 

6 [[.]]) each optionally substituted azetidine-3-yl, pyrrolidine-2-yl, pyrrolidine-3-yl, 

piperidine-2-yl, piperidine-3-yl, piperidine-4-yl, tetrahydro-2H-pyrane-4-yl, 
tetrahydrofuran-3-yl, azepan-4-yl, azepan-3-yl, azepan-2-yl, l,4-diazepane-5-yl, 
1 ,2,3,6-tetrahydropyridine-4-yl, 2,5-dihydro-l H-pyrrol-3-yl. 
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11. (Currently Amended) Guanidinc T he compound according to claim 1, wherein one 
moiety from R 4 and R 5 is chosen from group 1 [[.]]), and the other moiety from R 4 and R 5 is chosen 
from the group 1 [[.]]), 2[[.]]) or3[[.]]). 

12. (Canceled) 

13. (Currently Amended) Pharmaceutical A pharmaceutical composition, comprising at 
least one guanidine compound according to claim 1, as well as a pharmaceutically acceptable carrier 
or dilution agent. 

14. (Withdrawn, Currently Amended) A method for the preparation of 5HT5A receptor 
ligands comprising using a compound of the general formula IVA: 

W-Z-NH 2 

IVA 

15. (Currently Amended) A-The method according to claim 14 wherein the 5HT5A 
receptor ligand is a- the compound according to claim 1. 

16. (Withdrawn, Currently Amended) A method of treating a patient having a disease 
modulated by 5-HT5 receptor activity comprising administering to said patient an effective amount 
of the compound of claim l. a guanidinc compound of the general formula IA 

N 



z \ 

tc — in: uv- 



R 2 R 1 



4A- 



of the corrcrsponding enantiomeric, diastcrcomcric and/ or tautomeric forms thereof as well 
as pharmaceutically acceptable salts thereof 

wherein the given moieties have the following definitions: 
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a moiety of the general formula Wl or W2 



A 



D 




B 




R 



w 



R, 



w 



W1 



W2 



■A; 

NO^NH ^ Oil, CN, CF 3 ^Q€F 3r GHF a , OCIIF 3 , COOII, O CII 3 COOII, halogen, 

each optionally substituted Q -G ^ - alkyl, Q -€- 6 - alkcnyl, Q -€- 6 - alkynyl, C 9 -€- ? - cycloalkyl, 

€ 4 .-€ 4 - alkylcnc - Q -€ ? - cycloalkyl or C 4 -€- 4 - alkylcnc - hctcro - cycloalkyl, aryl, hctaryl, 

hctcrocycloalkyl, C 4 -€ 4 alkylcnc hctaryl or C 4 -€ 4 alkylcnc aryl, or 

€>-R A 4 , CO R A VS-R- A 4 , SO R A 4 , CO O R A 4 ^R- A 4 CO O R A 4 , O CII a COO R A 4 ; 

Nft A R A , CONH a , SO a NH 3 , NR A CO R A , SO s -R- A , NR A SO s -R A , SO a NR A R A ©f 

€©-NR A 3 R A 3 ; 



each optionally substituted C 4 -€- 6 - alkyl, Cg -C^- alkcnyl, Q -C^- alkynyl, Q -G ^ - cycloalkyl, 
G 4 .-G 4 - alkylcnc - C 3 -€ ? - cycloalkyl, Q -C ^ - alkylcnc - hctcrocyclo - alkyl, aryl, hctaryl, 
hctcrocycloalkyl, C 4 -€- 4 alkylene aryl, C 3 -€ 6 alkcnylene aryl or C 4 -€ 6 alkylcnc hctaryl; 



hydrogen, OH, CN, or 

each optionally substituted C 4 -G 6 - alkyl, Q -C ^ - alkcnyl, C 3 -€ 6 - alkynyl, C 4 -G 4 - alkylcnc - 
€ 9 -€ ? cycloalkyl, C 4 -€ 4 alkylcnc hctcrocycloalkyl, aryl, hctaryl, hctcrocycloalkyl, C 4 - 
G 4 - alkylcnc - aryl, C 4 -G 4 - arkylcnc - hetaryL C 4 -€ 6 - alkylenc - 0 - C 4 -G 6 - alkyl, CO - C 4 -G 6 - 



alkyl, CO - aryl, CO - hctaryl, CO - C 4 -€- 4 - alkylcnc - aryl, CO - C 4 -G 4 - alkylcnc - hctaryl, CO - 
Q-€ 4 -€ 6 alkyl, CO O aryl, CO O C 4 -€- 4 alkylcnc aryl, CO O hctaryl, CO O C 4 -€ 4 - 
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alkylcnc hctaryl, SO a -€ 4 -€- 6 alkyl, SQ 3 aryl, SQ 3 hctaryl, SO a -€ 4 -€ 4 alkylcnc aryl or 



each optionally substituted C 4 -G 6 - alkyL Q -G ^ - alkcnyl, Q -G 6 - alkynyl, C 4 -G 4 - alkylcnc - 
€ 9 -€ ? cycloalkyl, C 4 -G 4 alkylcnc hctcrocycloalkyl, aryl, hctaryl, hctcrocycloalkyl, C 4 - 
G 4 - alkylcnc - aryl, C 4 -G 4 - alkylcnc - hctaryl, C 4 -G 6 - alkylcne - 0 - C 4 -G 6 - alkyl, CO - C 4 -G 6 - 



alkyl, CO - aryl, CO - hctaryl, CO - C 4 -G 4 - alkylcnc - aryl, CO - C 4 -G 4 - alkylcnc - hctaryl, CO- 
0-G 4 -G 6 alkyl, CO O aryl, CO O C 4 -G 4 alkylcnc aryl, CO O hctaryl, CO Q C 4 -G 4 - 
alkylcnc - hctaryl, SO a -G 4 -G 6 - alkyl, SO a - aryl, SO a - hctaryl, SO a -G 4 -G 4 - alkylcnc - aryl or 




or the moieties R A a and R A 3 form, together with the nitrogen, a 3 to 7 - mcmbcrcd, 
optionally substituted, saturated or aromatic hctcrocyclc, which can contain one, two 
or three further different of identical hctcroatoms from the group O, N, S; wherein 
optionally two moieties substituted on this hctcrocyclc can together form an 
ancllatcd, saturated, unsaturated or aromatic carbocyclc or hctcrocyclc, wherein the 
hctcrocyclc can contain up to three different or identical hctcroatoms, O, N, S and 
wherein the so formed cycle can optionally be substituted or a further, optionally 
substituted cycle can be condensed onto this cycle; 



hydrogen, or 

each optionally substituted C 4 -G 6 - alkyl, C 4 -G 6 - alkylcnc - 0 - C 4 -G fe - alkyl, C 3 -G 6 - alkcnyl, 
G^-G^ alkynyl, CO C 4 -G 6 alkyl, CO O C 4 -€ fe alkyl, SO a -G 4 -G 6 alkyl, Q -G ? cycloalkyl, 
aryl, C 4 -G 4 - alkylcnc - aryl, CO - O - arylalkyl, CO - C 4 -G 4 - alkylcnc - aryl, CO - aryl, SO a - aryl, 
hctaryl, CO hctaryl or SOg -G 4 -G 4 alkylcnc aryl; 







hydrogen or as moiety A is defined, 
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or each independently of one another two of the moieties A, B or R w * together form 
a 3 to 7 - mcmbcrcd, optionally substituted, saturated or unsaturated carbocyclc with 
an optionally substituted, saturated or unsaturated or aromatic hctcrocyclc which can 
contain one, two or three further different or identical hctcroatoms from the group 
Q, N, S; wherein optionally two moieties substituted on this carbo - or hctcrocyclc 
can form an ancllatcd, saturated, unsaturated or aromatic carbocyclc or hctcrocyclc, 
wherein the hctcrocyclc can contain up to three different or identical hctcroatoms Q, 
N, S and wherein the cycle formed can optionally be substituted or a further, 
optionally substituted cycle can be condensed onto this cycle; 



hydrogen, OH, halogen, NO a 7 ^H 3 , CN, CF a7 -GHF a , O CF 3 , O CHF a7 -er- 
each optionally substituted Q -G ^ - alkyl, Q -G ? - cycloalkyl, C 4 -G 6 - alkylenc - 0 - Q -G 6 - 
alkyl, C ±-G 6 alkylcnc S Q -G ^ alkyl, aryl, hctaryl, O Q -G 6 alkyl, O aryl, O benzyl, Q - 
€ 6 - alkylamino, Q -G 6 - dialkylamino, pyrrolidinyl, pipcridinyl, morpholinyl, CO - Q -G 6 - 

alkylcnc aryl, SO aryl, CONH a , CONH C 4 -G 6 alkyl, SO a NH-G 4 -G 6 alkyl, CON(CV 

d -11 IN CH XTY/^ JT_ „11„.1N XTT T CA _JZ jd -11 1 XTTT l^f~\ /" jT -11 — 1. 

-aiKyi) a , j^iM^i^-t^-aiKyi^, j.NJ-i-j*^ 3 -^ + -^ 6 -aiK.yi or i^jn-v^w-i^-^-aiKyi; 



as moiety A is defined; 



a moiety of the general formula Zl 



(cn z 1 n z 2 ) a (v z ) b (cn z 3 n z 4 ) c 



-Z4- 



with the indices 
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b-0,1 
c-0 1 



wherein the sum of a, b and c is no more than 5; 



RgVi&zVRzViRz 4 independently of one another; 
hydrogen, halogen, OH, or 

each optionally substituted Q -G ^ - alkyl, Q -€- 6 - alkcnyl, Q -G 6 - alkynyl, Q -G 6 - alkylcnc - 
€ 3 -€ ? cycloalkyl, C 3 -€- ? cycloalkyl, aryl, C ±-G 4 alkylcnc aryl, hetaryl or Q -C^ . alkylcnc 
hctaryl, or 

each independently of one another two moieties R^and R^or R ^aftd'Rg^ togcthcr 
form a 3 to 7 - mcmbcrcd, optionally substituted, saturated or unsaturated carbo or 
hctcrocyclc, which can contain up to three hctcroatoms from the group O, N or S; 



CO , CO NR g VNR / CO , O , S , SO , S0 3 -7-SO a -NR- g VNR-/-SO 3 -^- 
CS , CS NR e VNR / CS , CS O , O CS , CO O , O CO , O , cthynylcnc, 
G(^RAV€R^-rNR / CO NRf , O CO NR, VNR^ 



R^T^tg 5 * independently of one another: 



hydrogen, or 

each optionally substituted Q -C ^ alkyl, C 4 -€ 6 alkylcnc O C ^-G 6 alkyl, C a -€- 6 alkenyl, 

Aryl, Q -€- 4 - alkylcnc - aryl, CO - 0 - C 4 -G 4 - alkylcnc - aryl, CO - Q -€- 4 - alkylcnc - aryl, CO - 
aryl, S0 3 aryl, hetaryl, CO hetaryl or SO a -€ 4 -€ 4 alkylcnc aryl; 



R z V^a ? independently of one another: 
hydrogen, OH, or 

each optionally substituted Q -G ^ - alkyL Q -€- 4 - alkoxy, C a -€- 6 - alkcnyl, C a -€- 6 - alkynyl, 
Gj-Gf , alkylcnc Q -€- ? cycloalkyl, C 9 -G ? cycloalkyl, aryl, C 4 -€- 4 alkylcnc aryl, hetaryl or 
€"4~€ 4 - 
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RVRVit * independently of one another: 

hydrogen, OH, CN, or 

each optionally substituted C 4 -G 6 alkyl, O C 4 -G 6 alkyl, C 4 -G 6 alkylcnc Q C 4 -G 6 alkyl, 
G 9 -G ? cycloalkyl, O C 3 -G ? cycloalkyl, aryl, hctaryl, C i -G 4 alkylcnc aryl, C 4 -G 4 alkylcnc 
hctaryl, O - aryl, O - Q -G ^alkylcnc - aryl, O - hctaryl, 0 - Q -G 4 - alkylcnc - hctaryl, CO - Q - 
G 6 alkyl, CO aryl, CO hctaryl, CO C 4 .-G 4 alkylcnc aryl, CO C 4 -G 4 alkylcnc hctaryl, 
CO O Q -G 6 alkyl, CO O aryl, CO O hctaryl, CO O Q -G 4 alkylcnc aryl, SO a -G 4 -G 6 - 
alkyl, SO a aryl, SO a hctaryl, SO^ -G ^ alkylcnc Aryl, OCO Q -G 6 alkyl, OCO aryl, 
OCO hctaryl, OCO C ±-G 4 alkylcnc aryl, OCO Q -G 4 alkylcnc hctaryl, SO a -G 4 -G 6 - 
alkyl, SO a - aryl, SO a - hctaryl or SO a -G 4 -G 4 - alkylcnc - aryl, or 

each independently from the third moiety two moieties of R ^'R 2 or R 3 together form 
a 5 to 7 - mcmbcrcd, optionally substituted, saturated or unsaturated carbocyclc or an 
optionally substituted, saturated or unsaturated, which can contain one, two or three 
further different or identical hctcroatoms from the group O, N, S, w T hcrcin optionally 
two moieties substituted on this carbo - or hctcrocyclc can together form an 
ancllatcd, saturated, unsaturated, or aromatic carbocyclc or hctcrocyclc, w T hcrcin the 
hctcrocyclc can contain up to three different or identical hctcroatoms O, N, S and 
w T hcrcin the cycle formed can be optionally substituted or a further, optionally 
substituted cycle can be condensed onto this cycle; 

a doubly substituted 5 - mcmbcrcd hctaryl moiety, chosen from Ql to Q7 
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R" 



R 




N-N R \_ 



-Q£- 



-Q3- 



V 



R 



5 E-N 



R 




R< 



>=N 
N 5 



-Q4- 



-Q5- 



-Q6- 



-&7- 



fe O, N R^ WS; 

hydrogen, or 

each optionally substituted C 4 -G 4 alkyl, CO - C 4 -G 4 - alkyl, SO a -G 4 -G 4 - alkyl, CO - O - Q - 
€- 4 alkyl, aryl, C 4 -€- 4 alkylene aryl, CO aryl, CO hctaryl, SO a aryl, SO a hctaryl, CO O 
aryl, CO C 4 -€ 4 alkylene aryl, SO a -€- 4 -€- 4 alkylcnc aryl or CO O C 4 -€ 4 alkylenc aryl; 

R 4 7-R 5 each independently of one another, a moiety chosen from the groups 1[[-]]), 2[[-]]), 
3[[.]]),1[[-]]),5[[.]]),6[[.]])or7[[.]])= 



1 [[.]]) hydrogen, halogen, CN, CF ? , CHF a r ef 

each optionally substituted C 4 -G M - alkyl, C a -G M - alkcnyl, C a -€- M - alkynyl, Q -€- ? - 
cycloalkyl, C 4 -€- 6 alkylcnc C 9 -G ? cycloalkyl, C 4 -€ 4 alkylcnc aryl, C 4 -€- 4 - 
alkylcnc hctaryl, C 4 -G 6 alkylcnc O C 4 -€- & alkyl, C 4 -€- 6 alkylcnc O aryl, COO 
€~ 4 — €~ 4 ~alkyl or C 4 — C 4 -alkylcnc-COO~C 4 -€~ 4 ~alkyl; 



-37- 



115318.3 



Application No. 10/590,265 



Docket No. 7353USO! 



2 [[.]]) phenyl or naphthyL which arc substituted with R Q 3 j-R Q 3 and R Q 4 ; 

wherein 

R-qV-R-q 3 and R^ 4 each independently of one another represent a substitucnt from 
the following group : 

hydrogen, NO^ NH ^ Oil, CN, CF 3 7 -GHF- ar Q€F- 3 , OCIIF 3 , COOII, Q CIL , COOII, 
SH, halogen, or 

each optionally substituted aryl, hctaryl, hctcrocycloalkyl, Q -€ 6 alkyl, Q -€ 6 alkenyl, 

hctcrocycloalkyl, Q -€- 4 alkylcnc aryl or C 4 -€- 4 alkylcnc hctaryl, or 
Q-^VS-RqV^Q^ 8 , CO OR^ ^^ 8 CO O Rq 6 , O CH a COO Rq VNR^-€Q- 
VrSQ^T^^-SQa^rSQ^H a, CONII a 7 £Q 3 -NR Q yor CO NR^ V 

two of the moieties R q VRq 3 or R Q 4 together form a 3 to 7 - mcmbcrcd, optionally 
substituted, saturated, unsaturated carbocyclc or an optionally substituted, saturated, 
unsaturated aromatic hctcrocyclc which can contain up to three further different or 
identical hctcroatoms O, N, S, and optionally two moieties substituted on thi3 
heterocycle can form an anellated, saturated, unsaturated or aromatic carbocyclc or 
hctcrocyclc, wherein the hctcrocyclc can contain up to three different or identical 
hctcroatoms O, N, S, and the cycle formed may optionally be substituted or a 
further, optionally substituted cycle can be condensed onto this cycle; 

R Q 5 each optionally substituted C^ -G ^ - alkyl, Cg -€- 6 - alkcnyl, Q -€- 6 - alkynyl, Q -G 4 - 

alkylenc Q -€ ? cycloalkyl, C± -G 4 alkylcnc hctcrocycloalkyl, hctcrocycloalkyl, 
aryl or hctaryl; 



Rq 6 each optionally substituted Q -G ^ - alkyl, C 3 -€- 6 - alkcnyl, Q -€- 6 - alkynyl, Q -€- ? - 

cycloalkyl, C 4 -€- 4 alkylcnc C 9 -G ? cycloalkyl, C ±-G 4 alkylcnc hctcrocycloalkyl, 
aryl, hctaryl, hctcrocycloalkyl or C 4 -€ 6 - alkylene - 0 - Q -€- 6 - alkyl; 
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R Q ? hydrogen, OH, CN, or 

each optionally substituted Q -G 6 - alkyl, Q -G 6 - alkcnyl, Q -G 6 - alkynyl, Q -G ? - 
cycloalkyl, C 4 -G 4 allcylcnc C 9 -G ? cycloalkyl, C ^-G ^ alkylcnc hctcrocycloalkyl, 
aryl, hctaryl, hctcrocycloalkyl, C^ -G 6 allcylcnc Q Q -G ^ alkyl, CO C 4 -G 6 alkyl, 
G^-G ^alkylcnc - aryl, C 4 -G 4 - alkylcnc - hctaryl, CO - aryl, CO - hctaryl, CO - Q -G 4 - 
allcylcnc aryl, CO Q -G ^ allcylcnc hctaryl, CO O Q -G ^ alkyl, CO Q aryl, CO 
Q-G^-G ^alkylcnc - aryl, CO - O - hctaryl, CO - 0 - Q -G 4 - alkylcnc - hctaryl, SO a-G^- 

allcylcnc hctaryl; 

R Q 8 hydrogen or 

each optionally substituted Q -G 6 - alkyl, Q -G 6 - alkcnyl, Q -G 6 - alkynyl, Q -G ? - 
cycloalkyl, C 4 -G 4 alkylcnc C a -G ? cycloalkyl, C 4 -G 4 allcylcnc - hctcrocycloallcyl, 
aryl, hctaryl, hctcrocycloalkyl, Q -G ^ - alkylcnc - O - Q -G ^ - alkyl, CO - Q -G 6 - alkyl, 
CO - aryl, CO - hctaryl, CO - Q -G ^alkylcnc - aryl, CO - Q -G ^alkylcnc - hctaryl, 
CO O Q -G 6 alkyl, CO O aryl, CO O Q -G 4 alkylcnc aryl, CO O hctaryl, 

G 4 alkylcnc aryl or SO j-G^-G. ^ alkylcnc hctaryl; 

or both moieties R Q ? and Rq S form, together with the nitrogen, a 3 to 7 - 
mcmbcrcd, optionally substituted, saturated or aromatic hetcrocyclc, which 
can contain one, two or three different or identical hctcroatoms O, N, S; and 
optionally two moieties substituted on this hetcrocyclc can together form an 
ancllatcd, saturated, unsaturated or aromatic carbocyclc or hetcrocyclc, 
wherein the hetcrocyclc can contain up to three different or identical 
hctcroatoms O, N, S, and the cycle formed can be optionally substituted or a 
further, optionally substituted cycle can be condensed onto this cycle; 

3 [[.]]) a 5 or 6 mcmbcrcd, hctaryl moiety, optionally substituted with 1 or 2 
substitucnts from the group consisting of : 
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2 furyl, 3 furyl, 2 pyrrolyl, 3 pyrrolyl, 2 thicnyl, 3 thicnyl, 2 pyridyl, 3 pyridyl, 
4- pyridyl, 2 - thiazolyL 4- thiazolyL 5 - thiazolyl, 2 - oxazolyl, 4- oxazolyl, 5 - 
oxazolyl, 2 pyrimidyl, A pyrimidyl, 5 pyrimidyl, 6 pyrimidyl, 3 pyrazolyl, \ 
pyrazolyl, 5 pyrazolyl, 3 isothiazolyl, \ isothiazolyl, 5 isothiazolyl, 2 
imidazolyl, 4- imidazolyL 5 - imidazolyl, 3 - pyridazinyl, 4- pyridazinyl, 5 - 
pyridazinyl, 6 pyridazinyl, 3 isoxazolyl, 1 isoxazolyl, 5 isoxazolyl, thiadiazolyl, 
oxadiazolyl or triazinyl or their ancllatcd derivatives indazolyl, indolyl, 
benzothiophenyl, benzofuranyl, indolinyl, bcnzimidazolyl, bcnzthiazolyl, 
bcnzoxazolyl, chinolinyl and isochinolinyl; 

4 [[.]]) both moieties R 4 and R 5 together form a 1 to 7 mcmbcrcd, optionally 

substituted, saturated or unsaturated or aromatic carbocyclc or a 5 - or 6 - 
mcmbcrcd optionally substituted, saturated or unsaturated or aromatic 
heterocyclc, which can contain up to three further different or identical 
hctcroatoms O, N, S, and which can be subtitutcd with up to two further 
moieties, wherein optionally two moieties substituted on this carbo or 
heterocyclc together form an ancllatcd, saturated, unsaturated or aromatic 
carbocyclc or heterocyclc, wherein the heterocyclc can contain up to three 
different or identical heteroatoms O, N, S and wherein the cycle formed can 
optionally be substituted or a further, optionally substituted cycle can be 
condensed onto this cycle; 



6 [[.]]) each optionally substituted C ^-G g - alkyl - NH arG^-G g - alkyl - NR^ RQ^rG^-Gg- 
alkyl CO NR Q ? R Q VG 4 -€ s alkyl SO^ NS^^^-G^ alkyl CO NH^ t -€ 8 - 



7 [[.]]) a \ 7 mcmbered mono or bicyclic saturated or unsaturated heterocyclc, 
which can contain up to two different or identical hctcroatoms from the 
group Q, N or S, w T hcrcin this cycle can also be multiply substituted. For the 




>-€ M - bi - or tricyclye, saturated hydrocarbon moiety; 



i MH 




40 
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case that the hctcrocyclc contains an N atom, this can be substituted with an 
Rq ? moiety. 

1 7. (Withdrawn, Currently Amended) A method of treating a patient having a disease 
modulated by 5-HT5 receptor activity comprising administering to said patient and an effective 
amount of the compound of claim 2. a guanidinc compound of the general formula IA 




IA 

of the corresponding enantiomeric, diastcrcomcric and/or tautomeric forms thereof as w r cll 
as pharmaceutical!}' acceptable salts thereof, 

w T hcrcin the given moieties have the following dcifinitions: 

Wt 

a moiety of the general formula Wl or W2 




At 

NQgjN-H-g . OH, CN, CF a 7 -Q€fV-€Hfi ,, OCHR,, CQQH, Q CH 3 CQQH, halogen, 
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each optionally substituted C 4 -G 6 alkyl, C 3 -€- 6 alkcnyl, C 3 -€ 6 alkynyl, C 9 -€ ? cycloalkyl, 

G 4 .-G 4 - alkylcnc - Q -G ? - cycloalkyl or Q -G ^alkylcnc - hctcrocycloalkyl, aryl, hctaryl, 

hctcrocycloalkyl, C 4 -€ 4 alkylcnc hctaryl or C ^-G ^ alkylcnc aryl, or 

Q-R A 4 , CO R A V&-R A 4 , SO R a \ CO Q R/ t^R a 4 CO Q R A \ Q CH 3 COO R A \ 

NR A R A , CONH 3 , S0 3 NH 3 , NR A -CO-R A , S0 3 -R A , NR A -S0 3 -R A , S0 3 -NR A R A ©r 

GO-NR A 3 R A 3 t 

each optionally substituted C 4 -€ 6 alkyl, C 3 -€- 6 alkcnyl, C 3 -€ 6 alkynyl, Q -€ ? cycloalkyl, 
G 4 -G 4 - alkylcnc - Q -€- ? - cycloalkyl, C 4 .-G 4 - alkylcnc - hctcrocycloalkyl, aryl, hctaryl, 
hctcrocycloalkyl, Q -€ 4 alkylcnc aryl, C 3 -G 6 alkcnylcnc aryl or C 4 -G 6 alkylcnc hctaryl; 

hydrogen, OH, CN, or 

each optionally substituted Q -G ^ - alkyl, Q -G 6 - alkcnyl, Q -G 6 - alkynyl, C 4 .-€ 4 - alkylcnc - 
€ a -€ ? - cycloalkyl, C 4 .-G 4 - aIkylcnc - hctcrocycloaIkyl, aryl, hctaryl, hctcrocycloalkyl, C 4 - 
€ 4 alkylcnc aryl, C 4 -G 4 alkylcnc hctaryl, C 4 -€ 4 alkylcnc O C 4 -G 6 alkyl, CO C 4 -G 6 - 
alkyl, CO - aryL CO - hctaryl, CO - C 4 -€ 4 - alkylcnc - aryl, CO - C 4 -G 4 - alkylcnc - hctaryl, CO - 
Q-€ 4 -€ 6 alkyl, CO O aryl, CO O C 4 -€ 4 alkylcnc aryl, CO O hctaryl, CO O C 4 -G 4 - 
alkylcnc hctaryl, S0 3 -G 4 -G 6 alkyl, S0 3 aryl, S0 3 hctaryl, S0 3 -G 4 -G 4 alkylcnc aryl or 
SO a -€ 4 .-€ 4 - alkylcnc - hctar)i; 

each optionally substituted Q -G ^ - alkyl, C 3 -G fe - alkcnyl, C 3 -G 6 - alkynyl, C 4 -G 4 - alkylcnc - 
G 3 -G T cycloalkyl, C 4 -G 4 alkylcnc hctcrocycloalkyl, aryl, hctaryl, hctcrocycloalkyl, C 4 - 
G 4 - alkylcnc - aryl, C 4 -G 4 - alkylcnc - hctaryL C 4 -€ 6 - alkylcnc - 0 - C 4 .-G 6 - alkyl, CO - Q -G^- 
alkyl, CO aryl, CO hctaryl, CO C 4 -€ 4 alkylcnc aryl, CO C 4 -€- 4 alkylcnc hctaryl, CO 
0-G 4 -G 6 alkyl, CO O aryl, CO O C 4 -€ 4 alkylcnc aryl, CO O hctaryl, CO O C 4 -G 4 - 
alkylcnc - hctaryl, S0 3 -G 4 -G 6 - alkyl, S0 3 - aryl, S0 3 - hctaryl, S0 3 -G 4 -G 4 - alkylcne - aryl or 
S0 3 -€ 4 -€ 4 alkylcnc hctaryl; 
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or the moieties R A a and R A a form, together with the nitrogen, a 3 to 7 mcmbcrcd, 
optionally substituted, saturated or aromatic hctcrocyclc, which can contain one, two 
or three further different or identical hctcroatoms from the group Q, N, S; wherein 
optionally two moieties substituted on this hctcrocyclc together can form an 
ancllatcd, saturated, unsaturated or aromatic carbocyclc or hctcrocyclc, wherein the 
hctcrocyclc can contain up to three different or identical hctcroatoms Q, N, S, and 
wherein the so - formed cycle can optionally be substituted or a further, optionally 
substituted cycle can be condensed onto this cycle; 



hydrogen, or 

each optionally substituted C± -G 6 alkyl, Q -€ 6 alkylcnc O Q -G ^ alkyl, Q -€ 6 alkenyl, 
Gj-G^- alkynyl, CO - Q -G ^ - alkyl, CO - 0 - Q -G 6 - alkyl, SOg -G^-G^- alkyl, C 9 -G ? - cycloalkyl, 
aryl, C ±-G 4 alkylcnc aryl, CO Q arylalkyl, CO C 1 -G 4 . alkylcnc aryl, CO aryl, SO a aryl, 
hctaryl, CO - hctaryl or S0 3 -€ 4 -€ 4 - alkylenc - aryl; 

I?: 

hydrogen or as moiety A is defined, 

or each independently from another, two of the moieties A, B or R w * together form 
a 3 to 7 - mcmbcrcd, optionally substituted, saturated or unsaturated carbocyclc or an 
optionally substituted, saturated or unsaturated or aromatic hctcrocyclc, which can 
contain one, two or three further different or identical hctcroatoms from the group 
O, N, S; wherein optionally two moieties substituted on this carbo - or hctcrocyclc 
can togchter form an anellated, saturated, unsaturated or aromatic carbocyclc or 
hctcrocyclc, wherein the hctcrocyclc can contain up to three different or identical 
hctcroatoms O, N, S and wherein the hctcrocyclc formed can optionally be 
substituted or a further, optionally substituted cycle can be condensed onto this 
cycle; 

Rw * 

hydrogen, Oil, halogen, NO a 7 ^H a , CN, CF a7 -GHF a , O CF 3 , O CIIF a7 ^r 
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each optionally substituted C 4 -G 6 alkyl, Q -€ ? cycloalkyl, C 4 -€ 6 alkylcnc Q G 4 -€ 4 - 
alkyl, C 4 ^ 6 - alkylcnc - S - C 4 -G 6 - alkyL aryL hctaryl, 0 - Q -G 6 - alkyl, O - aryl, O - bcnzyl, Q - 
€ 6 alkylamino, C 4 -€ 6 dialkylamino, pyrrolidinyl, pipcridinyl, morpholinyl, CO Q -€ 6 - 
alkyl, SO a -€ 4 -€ 6 alkyl, CO aryl, SQ 3 aryl, CO C 4 -€ 4 alkylcnc aryl, SO a -€ 4 -€ 4 - 
alkylcnc aryl, SO aryl, CONIL,, CQNII C 4 -€- 6 alkyl, S0 3 NII Q -€ 6 alkyl, CONCQ .- 
€ 6 -atky^ ar SO a N(G 4 -G 6 -atkyj) 3 , NH SO a -€- 4 -€- 6 alkyl or NH CO C 4 -€ 6 -alkyk- 

©t 

as moiety A is defined; 

a moiety of the general formula Zl 

|- (cn z 1 n z 2 ) — (v z ) b (cn z 3 n z 4 ) c \ 

zi 

with the indices 

a-0 1 

b ~ 0, 1 

c-0 1 

wherein the sum of a, b and c is no more than 5; 

RaS'RaV^gV^W* independently of one another ? 
hydrogen, halogen, OH, or 

each optionally substituted C 4 -€- 6 alkyl, C 3 -€- 6 alkenyl, C 3 -€ 6 alkynyl, C 4 -€ 6 alkylcnc 
€ 9 -G ? - cycloalkyl, Q -G T - cycloalkyL aryl, C 4 -€- 4 - alkylcnc - aryl, hctaryl or C 4 -G 4 - alkylcnc - 
hctaryl, or 

each independently of one another, two moieties R^and Rg^or R ^.aftd'R-g^ togcthcr 
form a 3 to 7-mcmbcrcd, optionally substituted, saturated or unsaturated carbo - or 
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hctcrocyclc, which can contain up to three hctcroatoms from the group Q, N or S; 



CO , CO NRj V-NR,* CO , O , S , SO , SO a - 7 -SQ a -NR g VNR/-SQ 3 — 
CS , CS NR.* , NR.* CS , CS O , O CS , CO O , OCO, O , cthynylcnc, 
G(r<^%*H^=^-T-m ? CO NRf , O CO NR^ -^-NR^ 



RaV^a ** independently of one another : 
hydrogen, or 

each optionally substituted Q -G ^ - alkyl, Q -G^- alkylcnc - O - Q -G ^ - alkyl, Q -G 6 - alkcnyl, 
€ 3 -G w alkynyl, CO Q -G ^ alkyl, CO O Q -G 6 alkyl, SOg -G 4 -G 6 alkyl, Q -G ? cycloalkyl, 
aryl, C ±-G 4 alkylcnc aryl, CO O C 4 -€- 4 alkylcnc aryl, CO Q -G 4 alkylcnc aryl, CO aryl, 
S0 3 - aryl, hctaryl, CO - hctaryl or SO a -C- 4 -G 4 - alkylcnc - aryl; 

Rz-T&z independently of one another : 
hydrogen, OH, or 

each optionally substituted C 4 -G 6 alkyl, C 4 -G 4 alkoxy, Q -G 6 alkenyl, C a -G fe alkynyl, 
G^-G ^ - alkylcnc - Q -Gj- cycloalkyl, Q -G ? - cycloalkyl, aryl, C 4 -G 4 - alkylcnc - aryl, hctaryl or 



hydrogen, OH, CN, or 

each optionally substituted Q -G ^ - alkyl, 0 - C 4 -G fe - alkyl, C 4 -G 6 - alkylcnc - 0 - C 4 -G 6 - alkyl, 
G 3 -G T - cycloalkyl, O - Q -G^- cycloalkyl, aryl, hctaryl, C 4 -G 4 - alkylcnc - aryl, C 4 -G 4 - alkylcnc - 
hctaryl, O aryl, O C 4 -G 4 alkylcnc aryl, O hctaryl, O C 4 -G 4 alkylcnc hctaryl, CO C 4 - 
G 6 - alkyl, CO - aryl, CO - hctaiyi, CO - C 4 -G 4 - alkylcnc - aryl, CO - C 4 -G 4 - alkylcnc - hctaryl, 
CO O C 4 -G 6 alkyl, CO Q aryl, CO O hctaryl, CO O C 4 -G 4 alkylcnc aryl, SO a -G 4 -G 6 - 
alkyl, SO a aryl, SO a hctaryl, S0 3 -G 4 — G 4 alkylcnc aryl, OCO C 4 -G 6 alkyl, OCO aryl, 
OCO - hctaryl, OCO - C 4 -G 4 - alkylcnc - aryL OCO - C 4 -G 4 - alkylcnc - hctaryl, SO a -G 4 -G 6 - 
alkyl, SOg aryl, SO a hctaryl or SO a -G 4 -G 4 alkylcnc aryl, or 




RVRV^: 3 independently of one another : 
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each independently of the third moiety, two moieties of Ry R- 3 or R 3 together form a 
5 to 7 - mcmbcrcd, optionally substituted, saturated or unsaturated carbocyclc, or an 
optionally substituted, saturated or unsaturated, which can contain one, two or three 
different or identical hctcroatoms from the group Q, N, S, wherein optionally two 
moieties substituted on this carbo - or hctcrocyclc can together form an ancllatcd, 
saturated, unsaturated or aromatic carbocyclc or hctcrocyclc, wherein the hctcrocyclc 
may contain up to three different or identical hctcroatoms O, N, S and wherein the 
cycle formed can optionally be substituted or a further, optionally substituted cycle 
can be condensed onto this cycle; 

a doubly substituted 5 mcmbcrcd hctaryl moiety, chosen from Ql to Q6 




OA Q2 Q£ 




cf? Q5 oe 

fe Q, N R gWS; 

hydrogen, or 
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each optionally substituted Q -G^ , alkyl, CO C ±-G 4 alkyl, SO a-G^- ^ alkyl, CO Q Q - 
G 4 - alkyl, aryl, Q -G ^alkylcnc - aryL CO - aryL CO - hctaryl, SO a - aryl, SO a - hctaryl, CQ - Q - 
aryl, CO Q -€ 4 alkylcnc aryl, SO a -€- 4 -€- 4 alkylcnc aryl or CO Q Q -G ^ alkylcnc aryl; 

R 4 ;-R 5 each independently of one another a moiety chosen from the groups 1 [[.]]), 2 [[.]]), 
3[[-]]),1 [[•]]) or 5[[.]]): 

1 [[.]]) hydrogen, halogen, CN, CF a , CHF 3 r er 

each optionally substituted Q -G ^ alkyl, C a -€ M alkenyl, C a -€ M alkynyl, C 9 -€ ? - 

alkylcnc hctaryl, Q -G ^ alkylcnc O C 4 -G 6 alkyl, C 4 -G 6 alkylcnc O aryl, COO 
G 4 -G 4 alkyl or C ±-G 4 alkylcnc COO Q -G 4 alkyl; 



2 [[.]]) Phenyl or naphthyl, which arc each substituted with R Q V-R Q 3 an d R Q 4 ; 
wherein 

RqV^ S R^ 4 each independently from one another represent a 
substituent from the following group: 

hydrogen, NO^ NH ^ Oil, CN, CF j r GHF ar QGF 3 , OCIIF a , COOII, O CII a - 
COOH, SH, halogen, or 

each optionally substituted aryl, hctaryl, hctcrocycloalkyl, Q -G 6 - alkyl, C a -G 6 - 

G 4 alkylcnc heterocycloalkyl, C± -G 4 alkylcnc aryl or Q -G 4 alkylcnc hctaryl, or 
G^VS-Rq^V V , CO ORq 'V^R ^ CO O R ^ , O CII a COO R ^ ; 
NR-q ~CO ? SQ2~R-q j -^^-^q ~SQq~-R-q ? SC^oNP^o? CQNPr^? ^C^2~-N"-Rq 
CO NR^ Rq^ 

two of the moieties Rq V^q 3 or R Q 4 together form a 3 to 7 mcmbcrcd, 
optionally substituted, saturated, unsaturated carbocyclc or an optionally 
substitutcd, saturated, unsaturated aromatic hctcrocyclc, which can contain 
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up to three further different or identical hctcroatoms Q, N, S, and optionally 
two moieties substituted on this hctcrocyclc together can form an ancllatcd, 
saturated, unsaturated or aromatic carbocyclc or hctcrocyclc, wherein the 
hctcrocyclc can contain up to three different or identical hctcroatoms Q, N, 
S, and the cycle formed can optionally be substituted or a further, optionally 
substituted cycle can be condensed onto this cycle; 

R Q 5 each optionally substituted C 4 -G 6 - alkyl, C 3 -G 6 - alkcnyl, Q -G 6 - alkynyl, 

G 1 -G 4 alkylate Q -G ? cycloalkyl, C 4 -G 4 alkylcnc hctcrocycloalkyl, 
hctcrocycloalkyl, aryl or hctaryl; 

R Q each optionally substituted C 4 -G 6 alkyl, Q -€ 6 alkenyl, Q -€ 6 alkynyl, 

€ 3 -G a - cycloalkyl, C 4 -G 4 - alkylcnc - Q -G ? - cycloalkyl, C 4 .-G 4 - alkylcnc - 
hctcrocycloalkyl, aryl, hctaryl, hctcrocycloalkyl or C 4 -G 6 alkylcnc O 

R Q ? hydrogen, OH, CN, or 

each optionally substituted Q -G^- alkvl, Cg -G^- alkcnyl, Cg -G^- alkynyl, 
G 3 -G ? cycloalkyl, C± -G 4 alkylcnc Q -€ 3 cycloalkyl, Q -G4 alkylcnc 
hctcrocycloalkyl, aryl, hctaryl, hctcrocycloalkyl, Q -G^ alkylcnc O Q - 
G 6 - alkyl, CO - C 4 -G 6 - alkyl, C 4 .-€ 4 - alkylcnc - aryl, Q -G ^alkylcnc - hctaryl, 
CO aryl, CO hctaryl, CO C ,.-€ 4 alkylcnc aryl, CO Q -G 4 alkylcnc 
hctaryl, CO O Q -G ^ alkyl, CO O and, CO O Q -G 4 alkylcnc aryl, 
CO O hctaryl, CO O Q -G 4 alkylcnc hctaryl, SO a -G 4 -G 6 alkyl, SO a - 

hctaryl; 

Rq 8 each optionally substituted Q -G ^ alkyl, C 3 -G 6 alkenyl, Q -G 6 alkynyl, 

Gg-Gz rcycloalkyl, C t -G 4 - alkylcnc - Q -G ? - cycloalkyl, C 4 .-G 4 - alkylcnc- 
hctcrocycloalkyl, aryl, hctaryl, hctcrocycloalkyl, Q -G^ alkylcnc O Q - 
G 6 - alkyl, CO - Q -G 6 - alkyl, CO - aryl, CO-hctaryl, CO - Q -G 4 - alkylcnc - 
aryl, CO - Q - ^ - alkylcnc - hctaryl, CO - 0 - Q -G 6 - alkyl, CO - O - aryl, CO - 
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0-€ 4 -€ 4 alkylcnc aryl, CO O hctaryl, CO Q Q -€ 4 alkylcnc hctaryl, 
SOg-G^-G^ alkyl, SO a aryl, SO a hctaryl, SO a -G 4 -G 4 - 




or both moieties Rq ? and Rq 8 form, together with the nitrogen, a 3 to 
7 mcmbcrcd, optionally substituted, saturated or aromatic 
hctcrocyclc, which can contain one, two or three further different or 
identical hctcroatoms O, N, S; and optionally two moieties 
substituted on this hctcrocyclc can together form an ancllatcd, 
saturated, unsaturated or aromatic carbocyclc or hctcrocyclc, wherein 
the hctcrocyclc can contain up to three different or same 
hctcroatoms O, N, S and the cycle formed can optionally be 
substituted or a further, optionally substituted cycle can be 
condensed onto this cycle; 



3[[.]]) a 5 - or 6 - mcmbcrcd, hctaryl moiety, optionally substituted with one or two 
substitucnts from the group consisting of; 

2 furyl, 3 furyl, 2 pyrrolyl, 3 pyrrolyl, 2 thienyl, 3 thicnyl, 2 pyridyl, 3 pyridyl, 
1 pyridyl, 2 thiazolyl, 1 thiazolyl, 5 thiazolyl, 2 oxazolyl, 1 oxazolyl, 5 
oxazolyl, 2 - pyrimidyl, 4- pyrimidyl, 5 - pyrimidyl, 6 - pyrimidyl, 3 - pyrazolyl, 4- 
pyrazolyl, 5 pyrazolyl, 3 isothiazolyl, 1 isothiazolyl, 5 isothiazolyl, 2 
imidazolyl, 4- imidazolyl, 5 - imidazolyl, 3 - pyridazinyl, 4- pyridazinyl, 5 - 
pyridazinyl, 6 - pyridazinyl, 3 - isoxazolyl, 4- isoxazolyl, 5 - isoxazolyl, thiadiazolyl, 
oxadiazolyl or triazinyl or their ancllatcd derivatives indazolyl, indolyl, 
benzothiophenyl, benzofuranyl, indolinyl, bcnzimidazolyl, bcnzthiazolyl, 
bcnzoxazolyl, chinolinyl and isochinolinyl; 

4 [[.]]) both moieties R 4 and R 5 together form a 4 to 7 - mcmbcrcd, optionally 
substitutcd, saturated or unsaturated or aromatic carbocyclc or a 5 or 6 
mcmbcrcd optionally substituted, saturated or unsaturated or aromatic 
hctcrocyclc, which can contain up to three further different or identical 
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hctcroatoms Q, N, S, and can be substituted with up to two further moieties, 
w T hcrcin optionally two moieties substituted on this carbo - or hctcrocyclc can 
together form an anellatcd, saturated, unsaturated or aromatic carbocyclc or 
hctcrocyclc, wherein the hctcrocyclc can contain up to three different or 
identical hctcroatoms Q, N, S and w T hcrcin the cycle formed can optionally 
be substituted or a further, optionally substituted cycle can be condensed 
onto this cycle; 

5 [[.]]) a Q -G w bi or tricyclye, saturated hydrocarbon moiety [[;]]] 

18. (Withdrawn, Currently Amended) A -The method according to claim 16, wherein R 4 
and/ or R s have the following meanings: 

2-pyridyl, 3-pyridyl, 4-pyridyl, 2-thienyl, 3-thienyl, benzothiophenyl, benzofuranyl, chinolinyl 
or isochinolinyl, which may optionally be substituted with 1 or 2 moieties. 

19. (Withdrawn, Currently Amended) A -The method according to claim 16 where the 
disease is characterized by neuropathological, neuropsychiatry and neurodegenerative disorders, 
symptoms and dysfunctions. 

20. (Withdrawn, Currently Amended) A -The method according to claim 16 where the 
disease is characterized by migrane migraine and brain damage. 

21. (Withdrawn, Currently Amended) A -The method according to claim 18 for the 
treatment of neuropathological, neuropsychiatry and neurodegenerative diseases, selected from the 
group consisting of cerebral ischemia, stroke, epilepsy and seizures in general, psychoses, 
schizophrenia, autism, OCD-syndrome, cognitive diseases, attention disorders, depressions, bipolar- 
and/ or unipolar depressions, states of anxiety, dementia, senile dementia, Alzheimer dementia, 
demyelinizing diseases, multiple sclerosis and brain tumors. 

22. (Withdrawn, Currently Amended) A -The method according to claim 16 for the 
treatment of diseases chosen from the group consisting of cerebral vascular disorders, pain, 
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disorders due to pain, addiction, disorders due to drugs, amnesia, alcohol abuse, drug abuse, 
disorders of the circadian rhythm and Cushing syndrome. 
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